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TERMINAL (ENTER 1, 2, 3, OR ?):2 



★ + ★ 








* Welcome to STN International 


NEWS 


1 






Web Page URLs for STN Seminar Schedule - N. America 


NEWS 


2 


Apr 


08 


"Ask CAS" for self-help around the clock 


NEWS 


3 


Apr 


09 


BEILSTEIN: Reload and Implementation of a New Subject Area 


NEWS 


4 


Apr 


09 


ZDB will be removed from STN 


NEWS 


5 


Apr 


19 


US Patent Applications available in IFICDB, IFIPAT, and IFIUDB 


NEWS 


6 


Apr 


22 


Records from IP.com available in CAPLUS, HCAPLUS, and ZCAPLUS 


NEWS 


7 


Apr 


22 


BIOSIS Gene Names now available in TOXCENTER 


NEWS 


8 


Apr 


22 


Federal Research in Progress (FEDRIP) now available 


NEWS 


9 


Juh 


03 


New e-mail delivery for search results now available 


NEWS 


10 


Jun 


10 


MEDLINE Reload 


NEWS 


11 


Jun 


10 


PCTFULL has been reloaded 


NEWS 


12 


Jul 


02 


FOREGE no longer contains STANDARDS file segment 


NEWS 


13 


Jul 


22 


USAN to be reloaded July 28, 2002; 










saved answer sets no. longer valid 


NEWS 


14 


Jul 


29 


Enhanced polymer searching in REGISTRY 


NEWS 


15 


Jul 


30 


NETFIRST to be removed from STN 


NEWS 


16 


Aug 


08 


CANCERLIT reload 


NEWS 


17 


Aug 


08 


PHARMAMarketLetter (PHARMAML)- - new on STN 


NEWS 


18 


Aug 


08 


NTIS has been reloaded and enhanced 


NEWS 


19 


Aug 


19 


Aquatic Toxicity Information Retrieval (AQUIRE) 










now available on STN 


NEWS 


20 


Aug 


19 


IFIPAT, IFICDB, and IFIUDB have been reloaded 


NEWS 


21 


Aug 


19 


The MEDLINE file segment of TOXCENTER has been reloaded 


NEWS 


22 


Aug 


26 


Sequence searching in REGISTRY enhanced 


NEWS 


23 


Sep 


03 


JAPIO has been reloaded and enhanced 


NEWS 


24 


Sep 


16 


Experimental properties added to the REGISTRY file 


NEWS 


25 


Sep 


16 


CA Section Thesaurus available in CAPLUS and CA 


NEWS 


26 


Oct 


01 


CASREACT Enriched with Reactions from 1907 to 1985 


NEWS 


27 


Oct 


21 


EVENTLINE has been reloaded 


NEWS 


28 


Oct 


24 


BEILSTEIN adds new search fields 


NEWS 


29 


Oct 


24 


Nutraceuticals International (NUTRACEUT) now available on STN 


NEWS 


30 


Oct 


25 


MEDLINE SDI run of October 8, 2002 


NEWS 


31 


Nov 


18 


DKILIT has been renamed APOLLIT 


NEWS 


32 


Nov 


25 


More calculated properties added to REGISTRY 


NEWS 


33 


Dec 


02 


TIBKAT will be removed from STN 


NEWS 


34 


Dec 


04 


CSA files on STN 


NEWS 


35 


Dec 


17 


PCTFULL now covers WP/PCT Applications from 197 8 to date 


NEWS 


36 


Dec 


17 


TOXCENTER enhanced with additional content 


NEWS 


37 


Dec 


17 


Adis Clinical Trials Insight now available on STN 


NEWS 


38 


Dec 


30 


ISMEC no longer available 


NEWS 


39 


Jan 


13 


Indexing added to some pre-1967 records in CA/ CAPLUS 


NEWS 


40 


Jan 


21 


NUTRACEUT offering one free connect hour in February 2003 


NEWS 


41 


Jan 


21 


PHARMAML offering one free connect hour in February 2003 


NEWS 


42 


Jan 


29 


Simultaneous left and right truncation added to COMPENDEX, 










ENERGY, INSPEC 



NEWS EXPRESS January 6 CURRENT WINDOWS VERSION IS V6.01a, 

CURRENT MACINTOSH VERSION IS V6.0b(ENG) AND V6.0Jb{JP), 
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NEWS HOURS 
NEWS INTER 
NEWS LOGIN 
NEWS PHONE 
NEWS WWW 



AND CURRENT DISCOVER FILE IS DATED 01 OCTOBER 2002 
STN Operating Hours Plus Help Desk Availability 
General Internet Information 
Welcome Banner and News Items 

Direct Dial and Telecommunication Network Access to STN 
CAS World Wide Web Site (general information) 



Enter NEWS followed by the item number or name to see news on that 
specific topic. 

All use of STN is subject to the provisions of the STN Customer 
agreement. Please note that this agreement limits use to scientific 
research. Use for software development or design or implementation 
of commercial gateways or other similar uses is prohibited and may 
result in loss of user privileges and other penalties. 

+ * + + + ★ + + ★ STN Columbus *************** 



FILE 'HOME* ENTERED AT 07:01:50 ON 03 FEB 2003 
=> fil reg 

COST IN U.S. DOLLARS SINCE FILE TOTAL 



FILE 'REGISTRY' ENTERED AT 07:02:00 ON 03 FEB 2003 

USE IS SUBJECT TO THE TERMS OF YOUR STN CUSTOMER AGREEMENT. 

PLEASE SEE "HELP USAGETERMS" FOR DETAILS. 

COPYRIGHT (C) 2003 American Chemical Society (ACS) 

Property values tagged with IC are from the ZIC/VINITI data file 
provided by InfoChem. 

STRUCTURE FILE UPDATES: 31 JAN 2003 HIGHEST RN 484598-30-3 
DICTIONARY FILE UPDATES: 31 JAN 2003 HIGHEST RN 484598-30-3 

TSCA INFORMATION NOW CURRENT THROUGH MAY 20, 2002 

Please note that search-term pricing does apply when 
conducting SmartSELECT searches. 

Crossover limits have been increased. See HELP CROSSOVER for details. 

Experimental and calculated property data are now available. See HELP 
PROPERTIES for more information. See STNote 27, Searching Properties 
in the CAS Registry File, for complete details: 
http: //www.cas.org/ONLINE/STN/STNOTES/stnotes27 .pdf 



FULL ESTIMATED COST 



ENTRY 
0.21 



SESSION 
0.21 



=> 

Uploading 09815362. str 



LI 



STRUCTURE UPLOADED 



=> d 

LI HAS NO ANSWERS 
LI STR 
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=> s 11 

SAMPLE SEARCH INITIATED 07:02:14 FILE 'REGISTRY' 
SAMPLE SCREEN SEARCH COMPLETED - 2113 TO ITERATE 



47.3% PROCESSED 1000 ITERATIONS 
INCOMPLETE SEARCH (SYSTEM LIMIT EXCEEDED 
SEARCH TIME: 00.00.01 



9 ANSWERS 



FULL FILE PROJECTIONS 

PROJECTED ITERATIONS: 
PROJECTED ANSWERS: 



ONLINE **COMPLETE** 
BATCH **COMPLETE** 

39504 TO 45016 
119 TO 641 



L2 



9 SEA SSS SAM LI 



=> s 11 full 

FULL SEARCH INITIATED 07:02:17 FILE 'REGISTRY' 
FULL SCREEN SEARCH COMPLETED - 41513 TO ITERATE 



100.0% PROCESSED 41513 ITERATIONS 
SEARCH TIME: 00.00.01 



417 ANSWERS 



L3 



417 SEA SSS FUL Ll 



=> fil caplus 

COST IN U.S. DOLLARS 

FULL ESTIMATED COST 



SINCE FILE 
ENTRY 
148.15 



TOTAL 
SESSION 
148.36 



FILE 'CAPLUS' ENTERED AT 07:02:22 ON 03 FEB 2003 

USE IS SUBJECT TO THE TERMS OF YOUR STN CUSTOMER AGREEMENT. 

PLEASE SEE "HELP USAGETERMS" FOR DETAILS. 

COPYRIGHT (C) 2003 AMERICAN CHEMICAL SOCIETY (ACS) 



Copyright of the articles to which records in this database refer is 
held by the publishers listed in the PUBLISHER (PB) field (available 
for records published or updated in Chemical Abstracts after December 
26, 1996), unless otherwise indicated in the original publications. 
The CA Lexicon is the copyrighted intellectual property of the 
American Chemical Society and is provided to assist you in searching 
databases on STN. Any dissemination, distribution, copying, or storing 
of this information, without the prior written consent of CAS, is 
strictly prohibited. 

FILE COVERS 1907 - 3 Feb 2003 VOL 138 ISS 6 
FILE LAST UPDATED: 2 Feb 2003 (20030202/ED) 
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This file contains CAS Registry Numbers for easy and accurate 
substance identification. 



=> s 13 

L4 33 L3 



=> d ibib abs hitstr 1-33 
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L4 ANSVER 1 OF 33 CAPLUS COPYRIGKT 2003 ACS 



ACCESSION NUMBER : 
DOCUMENT NUMBER: 
TITLE: 

INVENTOR(S) : 



PATENT ASSIGNEE(S) : 
SOURCE: 

DOCUMENT TYPE: 
LANGUAGE: 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



2002:754359 CAPLUS 
137:263032 

Preparation of iiaidaEoles aa selective a^oniata at 

. alpha. 2B or . alpha. 2B/. alpha. 2C adrenergic receptors 

Chov, Ken; Gil, Daniel V.; Burke, Jamea A.; Harcourt, 

Dale A.; Garst, Michael E. ; Vheeler, Larry A.; Munlc, 

Stephen A.; Gomez, Dario G. 

Allergan, Inc., USA 

PCT Int. Appl., m pp. 

CODEN: PIXXD2 

Patent 

English 

4 



PATENT NO. 




KIND 


DATE 






APPLICATION NO. 


DATE 






VO 20020769SO 


A2 


20021003 




tfO 2002-USfl222 


20020313 






V: AE, 


AG, 


AL, AH, 


AT, 


AU, 


AZ, 


BA, BB, BG, BR, BY, 


BZ, CA, 


CH, 


CN, 


CO, 


CR, 


CU, CZ, 


DE, 


DK, 


tw. 


DZ, EC, EE, ES, FI, 


GB, GD, 


GE, 


GH, 


GM, 


HR, 


KU, ID. 


XL, 


IN, 


IS, 


JP. KE, KG, KP, KR, 


KZ, LC, 


LK, 


LR, 


LS, 


LT, 


LU, LV. 


MA, 


HD, 


MG, 


HK, HN, Htf. MX, MZ, 


NO, NZ, 


OM, 


PH, 


PL, 


PT, 


RO, RU, 


SD, 


SE, 


SG, 


SI. SK, SL. TJ, TM, 


TN, TR. 


TT, 


T2, 


UA, 


UG, 


UZ, VN, 


YU, 


ZA, 


ZM, 


ZV, AM, AZ. BY, KG, 


KZ, MD, 


RU, 


TJ, TM 


Rlif: GH, 


CM, 


KE, LS, 


MV, 


MZ, 


SD, 


SL, SZ, TZ, UG, ZH, 


ZV, AT, 


BE, 


CH. 


CY, 


DE, 


OK, ES, 


FI, 


FR, 


GB, 


GR, IE, IT, LU, MC, 


NL, PT, 


SE, 


TR, 


BF, 


BJ, 


CF, CG, 


CI, 


CM, 


GA, 


GN, GQ, GW, ML, MR, 


NE. SN, 


TO, 


TG 


US 2003023090 


Al 


20030130 




US 2001-815362 


20010321 






PRIORITY APPLN. 


INFO, 










US 2001-S15362 A 


20010321 


















US 1997-9B5347 B2 


19971204 


















US 199S-205597 B2 


19981204 


















US 1999-329752 B2 


19990610 







OTHER SOURCE (S): 
GI 



MARPAT 137:263032 



NH 




(R3)x 



AB Compds. (shown as I), which are selective agonists at .alpha. 2B or 

. alpha. 2B/ , alpha. 2C adrenergic receptors and useful for the treatment of 
conditions including pain, particularly chronic pain, glaucoota or elevated 
intraocular pressure with reduced cardiovascular or sedative side effects, 
are claicaed. Also included are methods of making and using such con^s. 
In I. each x is independently 1 or 2> each Rl is independently H; halogen; 
Cl-4 alkyl; Cl-4 alkenyl; Cl-4 alkynyl; -C0R4 where R4 is H, Cl-4 alkyl or 
Cl-4 alkoJiy; C3-6 cycloalkyl; aryl; heteroaryl; cyano; nitro; 
trihalcmethyl; oxoi or - (CH2) n-X- (CH2) m- (R5) o where X is 0, S or N, n is 
0-3, in ia 0-3, o is 0-1, and R5 is He or Hl-2. Each R2 and each R3 are 
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independently H; halogent Cl-4 alkyl; Cl-4 alkenylj Cl-4 alkynyl; -C0R4 
where R4 is H) Cl-4 alkyl or Cl-4 alkoxy; C3-6 cycioalkylj aryl; 
heteroaryl; cyano; nitro; trihalomethyl; oxo) or - (CH2} n-X- {CH2) m- (R5) o 
where X is 0, S or N, n is 0-3, m ia 0-3, o is 0-1, and R5 is Me or Hl-2; 
or an R2 and an R3 together condense to form a satd., partly satd., or 
unsatd. ring structure having the formula -[C(R6)p)q-Xa-[C{R6)p) r-Xt- 
[C(R6)p]u where each R6 is independently H; halogen; Cl-4 alkyl; Cl-4 
alkenylj Cl-4 alkynyl; -C0R4 where R4 is H, Cl-4 alkyl or Cl-4 alkoxy; 
C3-6 cycloalkyl; aryl; heteroaryl; cyano; nitro; trihaloaethyl and oxo 
where each p is independently 1 or 2, q is 0-5, r is 0-5, u is 0-5. Each 
X is independently 0, S, or H and a is 0 or 1; provided that q + r + u + s 
+ t < 6. Y is 0; S; N) -[C(R7)z]3-, where each R7 is independently as 
previously defined for Rl, each z ia independently 1-2, and a is 1-3; -CH: 
} -CH:CH-; or yiCH2, where Yl is 0, N, or S) and the dotted lines in I are 
optional double bonds, with the proviso that if the ring including Y is a 
cyclohexane ring or a heterocyclic 5 member ring said ring is not fully 
unsatd., and that if Y is O, N or S. the ring including Y contains at 
least one said double bond. Intrinsic activities towards . alpha. 2A. 
. alpha. 2B, . alpha. 2C adrenergic receptors of .apprx.lOO of the claimed 
compds. relative to brimonidine/oKymetazoline are tabulated. Although the 
methods of prepn. are not claiaed, .apprx.lOO exan^le prepns. are 
included. 

IT 15105B-47-4P, 1 ( 2H) -Naphthalenone, 3, 4-dihydro-2- (lH-iiaidazol-4- 
ylmethyl) -7-methaxy- 

RL: BSU (Biological study, unclassified); RCT (Reactant); SFN (Synthetic 
preparation); THU {Therapeutic use); BIOL (Biological study); PREP 
(Preparation); RACT (Reactant or reagent); USES (Uses) 

(prepn. of itoidazoles as selective agonists at .alpha. 2b or 
. alpha. 2b/. alpha. 2c adrenergic receptors) 
RN 157058-47-4 CAPLUS 

CN 1(2H) -Naphthalenone, 3, 4-dihydro-2-(lH-iiiiidazol-4-ylmethyl) -7-methoxy- 
(dCI) (CA INDEX NAME] 



HeO 




IT 157058-44-lP, 1 {2H) -Naphthalenone, 3, 4-dihydro-2- (lH-iniidarol-4- 
ylmethyl)- 157058-52-lP, IH-lmidazole. 4- [ (1. 2, 3. 4- tetrahydro-2- 
naphthalenyl) methyl] - 15705B-55-4P, IH-Iaidazole, 
4-( (1,2, 3, 4-tetrahydro-7-metho}ty-2-naphthalenyl) methyl] - 

226570- S9-4P, IH-Iiaidaiole, 4- ( (1, 2, 3, 4-tetrahydro-7-methoxy-2- 
naphthalenyl) methyl] monohydrochloride 226571-02-4P, 

1 (2H) -Naphthalenone, 3, 4, 5, 6, 7, B-heKahydro-2- (lH-imidazol-4-ylmethyl} - 

226571- 0S-7P. IH- Imidazole, 4- t (1, 2, 3, 4, 5, 6, 7, 8-octahydro-2- 
naphthalenyl) methyl]- 226571-13-7P, IH-Imidazole. 

4-[[ (2S) -1, 2,3,4-tetrahydro-2-naphthalenyl]nethyl]- 226571-14-BP 
, IH-lmidazole, 4-t( (2R) -1, 2, 3, 4-tetrahydro-2-naphthalenyl]methyl} - 
226571-25-lP, IH- Imidazole, 4-( (1, 2, 3, 4-tetrahydro-4-methyl-2- 
naphthalenyl) methyl]- 226571-26-2P. 1 (2H) -Naphthalenone, 
3.4-dihydro-2- (lH-iiaidazol-4-ylaethyl)-4-methyl- 326571-35-3P, 
IH-Iaidazole, 4-[ (1, 2, 3,4-tetrahydro-4,4-dimBthyl-2-naphthalenyl)methyl] 
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22657i-36-4P, IH-Imidazole, 4-{ (1, 2, 3, 4-tetrahydro-7-methyl-2- 

naphthalenyl) methyl] monohydrochloride 226571-37-5P, 

1 (2H) -Naphthalenone, 3, 4-dihydro-2- (lH-iiaidaiol-4-ylroethyl) -7-methyl- 

RL: PAC (Pharmacological activity) ; SFN (Synthetic preparation) ; THU 

(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 

(Uses) 

(prepn. of imidazoles as selective agonists at .alpha. 2b or 
. alpha. 2b/. alpha. 2c adrenergic receptors) 
BN 1570S8-44-I CAPLUS 

CN 1 (2H) -Naphthalenone, 3, 4-dihydro-2- (lH-imidazol-4-ylmethyl) - (9CI) (CA 
INDEX NAME) 



0 




RN 157058-52-1 CAPLUS 

CH IH-Imidazole. 4- t (1. 2. 3, 4-tetrahydro-2-naphthalenyl) methyl] - (9CI) (CA 
INDEX NAME) 




RN 157058-55-4 CAPLUS 

CN IH-Imidazole, 4-[ (1. 2, 3, 4-tetrahydro-7-methoxy-2-naphthalenyl) methyl) - 
(9CI) (CA INDEX NAME) 



H 




RN 226570-89-4 CAPLUS 

CN IH-Iftidazole, 4-ni» 2( 3, 4-tetrahydro-7-nethoxy-2-naphthalenyl) methyl] -, 
monohydrochloride (9CI) (CA INDEX NAME) 



H 
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CN 1 (2H) -Naphthalenone, 3. 4, 5, 6, 7, 8-hexahydro-2- (lH-iiiiidazol-4-ylmethyl) - 
(9CI) (CA INDEX NAME) 



O 




RN 226571-05-7 CAPLUS 

CN IH-Imidazole, 4- ( (1, 2, 3, 4, S, 6, 7, B-octahydro-2-naphthalenyl)nethyl] - (9CI) 
(CA INDEX NAME) 




RN 226571-13-7 CAPLUS 

CN IH-Imidazole, 4- [ [ (2S) -1, 2, 3, 4-tetrahydro-2-naphthalenyl]nethyi] - (9C1) 
(CA INDEX NAME) 

Absolute stereochemistry. 




H 



RN 226571-14-8 CAPLUS 

CN IH-Iaidazole, 4- ( ( (2R) -1, 2, 3, 4-tetrahydro-2-naphthalenyl]nethyi] - (9CI) 
(CA INDEX NAME) 

Absolute stereochemistry. 




H 



RN 226571-25-1 CAPLUS 

CN IH-lBiidazole, 4-{ (1,2, 3, 4-tetrahydro-4-iBethyl-2-naphthalenyl)methyl] - 
(9CI) (CA INDEX NAME) 



• HCl 

RN 226571-02-4 CAPLUS 
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H 




He 



RN 226571-26-2 CAPLUS 

CN 1 (2H) -Naphthalcnone, 3, 4 -di hydro- 2- nH-imidazol-4-yliBethyl) -4-jnethyl- 
(9CI) (CA INDEX NAME) 



0 




He 



RN 2Z6571-35-3 CAPLUS 

CN IH- Imidazole, 4-[ (1, 2, 3, 4-tetrahydco-4 , 4-dinethyl-2-naphthalenyl) methyl] - 
(9CI) (CA INDEX NAME) 



• 
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0 




IT 226571-57-9P, 1-Naphthalenol, 1, 2, 3, 4-tetrahydro-2- (lH-iinidazol-4- 
ylmethyl) -7-roethoity- 

RL: RCT (Reactant) ; SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(prepn. of imidazoles as selective agonists at .alpha. 2b or 
.alpha. 2b/. alpha. 2c adrenergic receptors) 
RN 226571-57-9 CAPLUS 

CN 1-Naphthalenol, 1, 2, 3, 4-tetrahydro-2- ( lH-iinidazol-4-yljaethyl) -7-methoxy- 
{9Cn (CA INDEX NAME) 



OH 




He He 




RN 226571-36-4 CAPLUS 

CN IH- Imidazole, 4-( (1,2, 3, 4-tettahydro-7-methyl-2-naphthalenyl}niethyl] 
roonohydrochloride (9CI) (CA INDEX NAME) 



• HCl 

RN 226571-37-5 CAPLUS 

CN 1 (2H] -Naphthalenone, 3, 4-dihydro-2- (lH-imidazol-4-yl(nethyl) -7-methyl- 
(9CI) (CA INDEX NAME) 



L4 ANSWER 2 OF 33 
ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 



RN 
CN 



CAPLUS COPYRIGHT 2003 ACS 
2002:576071 CAPLUS 
137:262610 

Highly Enantioselective Ref ormatskii Reaction of 
Ketones: Chelation-Assisted Enantioface Discrimination 
Ojida, Alcio; Yamano, Toru; Taya, Naohiro; Tasalca, 
Akihi ro 

Medicinal Chemistry Research Laboratories, Takeda 
Chemical Industries, Ltd., Osaka, 532-86S6, Japan 
Organic Letters (2002), 4(18), 3051-3054 
CODEN: 0RLEF7f ISSN: 1523-7060 
American Chemical Society 
Journal 
English 

Highly enantioselective Reformatskii reaction of ketones vas accomplished 
using cinchona alkaloids as chiral ligands. Chelation tirith the 
9p2-nitrogen adjacent to the reactive carbonyl center contributed to the 
enantioface discrimination for the high enantioselectivities . 
463304-60-1 

RL: RCT (Reactant); RACT (Reactant or reagent) 

(chelation-assisted enantioface discrimination in asym. Reformatskii 

reactions) 
463304-60-1 CAPLUS 

Methanone, 2-naphthalenyl[l- (triphenylmethyl) -lH-imidazol-4-yl] - (9CI ) 
(CA INDEX NAME) 



AUTHOR (S) : 

CORPORATE SOURCE: 

SOURCE; 

PUBLISHER: 
DOCUMENT TYPE: 
LANGUAGE: 
AS 



IT 



CPh3 



IT 



RN 
CN 



463304-61-2P 463304-63-4P 463304-73-6P 
463304-74-7P 

RL: RCT (Reactant); SPN (Synthetic preparation) ; PREP (Preparation); RACT 
(Reactant or reagent) 

(chelation-assisted enantioface discrimination in asym. Reformatskii 

reactions) 
463304-61-2 CAPLUS 

lH-Imidazole-4 -propanoic acid, . beta. -hydroxy- .beta. -2-naphthalenyl-l- 
( triphenylmethyl)-, 1, 1 -dime thy lethyl ester, (.beta.S)- (9CI) (CA INDEX 
NAME) 



Absolute stereochemistry. Rotation (+). 



OBu-t 




CPh3 



RN 463304-63-4 CAPLUS 
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CN 2-Oxazolidinone, 3-( (3S) -3-hydrosty-3- (lH-imidazol-4-yl) -3- (2-naphthalenyl) 
l-oxopropyl)- 4 -phenyl-, (43)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 463304-73-6 CAPLUS 

CN 1, 3-Propanediol, 1- (2-naphthalenyl) -1-(1- (triphenylmethyl) -lH-iniidazol-4- 
yl]-, (IS)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




CPh3 



RN 463304-74-7 CAPLUS 

CN 2-Oxazolidinone, 3-( (3S) -3-hydroxy-3- (2-naphthalenyl) -l-oxo-3- [1- 

(triphenylmethyl) -lH-imidazol-4-yl} propyl] -4 -phenyl-, (4S)- (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 



CPh3 




IT 



RN 
CN 



463304-62-3P 

RL: SPN (Synthetic preparation); PREP (Preparation) 

(chelation-assisted enantioface discrimination in asyia. Reformatskii 

reactions) 
463304-62-3 CAPLUS 

1,3-Propanediol, 1- (lH-iaidazol-4-yl) -l-(2-naphthalenyl) (IS)- (9CI) 
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L4 ANSWER 2 OF 33 CAPLUS COPYRIGHT 2003 ACS (Continued) 
(OA INDEX NAKE) 

Absolute 9tereocheiu9try. 




REFERENCE COlrtIT: 



22 



THERE ARE 22 CITED REFERENCES AVAILABLE FOR THIS 
RECORD. ALL CITATIONS AVAILABLE IN THE RE FORMAT 
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ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 

INVENTOR(S) : 



PATENT ASSIGNEE (S): 
SOURCE: 

DOCUMENT TYPE: 
LANGUAGE: 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



2002:391718 CAPLUS 
136:386117 
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OTHER SOURCE (SI ; 
GI 
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GB, GD, G£, GH, 
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TT, TZ, UA, UG, 
MD, RU, TJ, TM 
ZW, AT, BE, CH, 
NL, PT, SE, TR, 
NE, SN, TD, TG 

20011116 

20001117 

20010317 

20011101 

20011116 




AB Title compds. (I; R - (un) substituted arylj Z - (CH2)1-3J were prepd. 

Thus, l-trityi-lH-iinidazole-4-carboxaldehyde was condensed vith HeC02Et in 
the presence of BuLi and the product converted in Z steps to H0CKR1CH2CH0 
(Rl - l-trityl-lH-irQidazole-4-yl) vhich vas cyclized to give 
5,6-dihydro-7H-pyrrolo[l, 2-climidazol-7-one. The latter was arylated by 
S-methoxybenzotb] thiophene to give I [R « B-nothoKybenzoEh] thiophen-Z-yl, 
Z - CH2] . Data for bid. activity of I were given. 

IT 426219-47-BP 426219-S5-aP 426219-S6-9P 
42fi219-58-lP 

RL: RCT (Reactant) / SPN (Synthetic preparation) ; PREP (Preparation); RACT 
(Reactant or reagent) 
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(prepn. of 7-aryldihydropyrrolo(l, 2-c]imidazol-7-ol9 and analogs as 
steroid 17-20-lya3e inhibitors) 




0 



RN 426219-55-8 CAPLUS 

CN lK-Imidazole-4 -propanoic acid, . beta. -[6-[ [bis (1- 

methylethyl) amino] carbonyl] -2-naphthalenyl] -.bets. -hydroxy-1 
(ttiphenylnethyl)-, ethyl ester (9CI) (CA INDEX NAME) 



0 



II 

CH2-C-0Et 




0 



RN 426219-56-9 CAPLUS 

CN 2-NaphthalenecarboxaEu.de, 6- [1, 3-dihydro3ry-l- ( 1- (triphenylmethyl) -IH- 
iiaidazol-4-yl]propyl]-N,N-bis(l-Bethylethyl)- {9CI) (CA INDEX NAME) 



H0-CH2-CH2 




0 



RN 426219-58-1 CAPLUS 

CN lH-Iiaidazola-4-propanoic acid, . beta. -(6- { [bis (1- 

aethylethyl) aaino] carbonyl] -2-naphthalenyll - .beta. -hydroxy- 1- 
(triphenylnethyl)-, 1, 1 -dine thyle thy 1 ester, (.beta.S)- (9CI) (CA INDEX 
NAME) 



Absolute stereochaaistry. 
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JP 2001-353524 20011119 

JP 2000-353634 A 20001120 

JP 2000-382056 A 20001215 

VO 2001-JP10079 W 20011119 
401756 



HO r1 




A ; 



AB The title coa^s., e.g. I (R is hydrogen or a protecting group; Rl is 

lower alkyl or cycloalkyl; and ring A is an optionally substituted 5- or 
6-membered ring having an amide linkage], are prepd. I are steroid C17-20 
lyase inhibitors and are useful in the treatment of prostate and breast 
cancer. The process for prepg. I is disclosed. 7-[l-Hydroxy-l-(lH- 
iiaidazol-4-yl) -2-raethylpropyl) -1, 2-dihydro-3H-benzo[e]i3oindol-3-one 
inhibited the biosynthesis of testosterone in cats. Formulations are 
given. 
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IT 430472-S0-7P 

RL: IMF (Industrial manufacture) ; PAC (Pharmacological activity); RCT 
(Reactant) t SPN (Synthetic preparation) ; THU (Therapeutic use) s BIOL 
(Biological study) j PREP (Preparation)* RACT (Reactant or reagent)* USES 
(Uses) 

(prepa. of ioidatole derivs. for treatment of prostate and breast 
cancer) 
RN 430472-50-7 CAPLUS 

CN 3H-Ben2te]i30indol-3-one, 1, 2-dihydro-7- [l-hydroxy-2-methyl-l-[l- 

(triphenylmethyl)-lH-iBidazol-4-yl)propyl]-2-methyl- (9CI) (CA INDEX 
NAME) 




CPh3 



IT 430472-30-3P 430412-32-5P 430472-34-7P 
430472-36-9P 430472-38-1? 430472-39-2P 
430472-40-5P 430472-41-6P 430472-42-7P 
430472-43-8P 430472-44-9P 430472-45-OP 
430472-46-lP 430472-47-2P 430472-4B-3P 
430472-49-4P 430472-51-eP 430472-52-9P 
430472-53-OP 

RL; IHF (Industrial manufacture); PAC (Pharmacological activity) j SPN 
(Synthetic preparation); THU (Therapeutic use); BIOL (Biological study); 
PREP (Preparation) ; USES (Uses) 

(prepn. of imidazole derivs. for treatment of prostate and breast 
cancer) 
RN 430472-30-3 CAPLUS 

CN 3H-Benz[e] isoindol-3-one, l,2-dihydro-7- [1-hydroxy-l- (lH-imidaiol-4-yl) -2- 
methylpropyl]- (SCI) (CA INDEX NAME) 




RN 430472-32-5 CAPLUS 

CN 3H-Benz[e]i50indol-3-one, 1, 2-dihydro-7- [l-hydroKy-l- (lH-iBiidazol-4-yl) -2- 
methylpropyl]-2-inethyl- (9CI) (CA INDEX NAME) 
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RN 430472-34-7 CAPLUS 

CN 3H-Benz[e] i30indol-3-one, 2-ethyl-l, 2-dihydro-7-I 1-hydroicy-l- (IH-imidazol- 
4-yl)-2-methylpropyl]- {9CI) (CA INDEX NAME) 



RN 430472-40-5 CAPLUS 

CN 3H-Benz[e]isoindol-3-one, 1, 2-dihydro-7- [1-hydroxy-l- (lH-imidazol-4-yl) -2- 
raethylpropyl]-2-(2,2,2-trifluoroethyl)- (9CI) (CA INDEX NAME) 




F3C-CH2 




RN 430472-36-9 CAPLUS 

CN 3H-Benz(e]i3oindol-3-one, 1, 2 -di hydro- 7- ( 1-hydroxy-l- (lH-imidazol-4-yl) -2- 
niethylpropyl]-2-propyl- (9CI) (CA INDEX NAME) 



RN 430472-41-6 CAPLUS 

CN 3H-Benz[e]i3oindol-3-one, 2- (dimethylamino) -l,2-dihydro-7-[l-hydroxy-l- (IH- 
iaidazol-4-yl)-2-Bethylpropyl]- (9C1) (CA INDEX NAME) 



n-Pc 




He2N 




RN 430472-36-1 CAPLUS 

CN 3H-Benz[e]i30indol-3-one, 1, 2-dihydro-7- [ 1-hydroxy-l- (lH-iwidaioi-4-yi) ~2- 
aethylpropyl]-2-(l-raethylethyl)- (9CI) (CA INDEX NAME) 



RN 430472-42-7 CAPLUS 

CN Benzo{f)phthalazin-4 (IH)-one, 2, 3-dihydro-B- [1-hydroxy-l- ( lH-inidazol-4- 
yl)-2-methylpropyl)- (9CI) (CA INDEX NAME) 




i-Pr 



RN 430472-39-2 CAPLUS 

CN 3H-Benz[eli30indol-3-one, 2-cyclopropyl-l, 2-dihydro-7- [l-hydroxy-l- (IH- 
inidaiol-4-yl)-2-methylpropyl}- {9CI) (CA INDEX NAME) 




RN 430472-43-8 CAPLUS 

CN B«nzo[flphthalazin-4 (3H) -one, 8- [1-hydroxy-l- (lH-iiaidazol-4- 
caethylpropyl]- (9CI) (CA INDEX NAME] 



yl)-2- 
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ANSVER 4 OF 33 
methylpropyl] - 



CAPLUS COPYRIGHT 2003 ACS 
|9CI} (CA INDEX NAME) 



(Continued) 




i-Pr 




RN 430472-44-9 CAPLUS 
CN lH-Benz[f)iaoindol-l- 
methylpropyl] - {9CI) 



one, 2, 3-dihydro-6-(l-hydroity-l- (lH-ioidazol-4-yl) -2- 
(CA INDEX NAME) 



RN 430472-48-3 CAPLUS 

CN 3H-BenE[e] isoirvdol-3-one, l,2-dihydro-7-tl-hydroify-l-(lH-iiaida201-4- 
yl) ethyl) -2-iftethyl- (9CI) (CA INDEX NAME) 




RN 430472-4S-0 CAPLUS 

CN lH-Benz(f)isoindol-l-one, 2, 3-dihydro-6-[l-hydroxy-l- (lH-iiiLida2ol-4-yl) -2- 
nethylpropyl]-2-nethyl- (9CI) (CA INDEX NAME) 



i-Pr 





RN 430472-49-4 CAPLUS 

CN 3H-Bef>r(e)i3oindol-3-one, 1, 2-dihydro-7- [l-hydroxy-l- (lH-imidazoI-4-yl) -3- 
methylbutyl]-2-methyl- (9CI) (CA INDEX NAME) 



RN 430472-46-1 CAPLUS 

CN Beniofg] phthalazin-l (2H) -one, 3, 4-dihydro-7-(l-hydroxy-I- (lH-iBiidazol-4- 
yl)-2-B(ethylpropyl]- (SCI) (CA INDEX NAME) 



i-Pr 





RN 430472-51-e CAPLUS 

CN 3H-Benz(e] isoindol-3-one, 1, 2-dihydro-7- [l-hydroxy-l- (lH-imidazol-4-yl) -2- 
inethylpropyl)-2-niethyl-, (-)- (9CI) (CA INDEX NAME) 

Rotation (-) . 



RN 430472-47-2 CAPLUS 

CN Benzotglphthalazin-l (2H) -one, 7-Cl-hydroity-l- (lH-iniidazol-4-yl) -2- 
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i-Pr 

OH H 
N, 
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i-Pr 



(Continued) 



OH 



CPh3 



RN 430472-52-9 CAPLUS 

CN IH-Imidazole-l-carhoxylic acid, 4- ( 1- (2, 3-dihydro-2-methyl-3-oxo-lH- 

benz[e]isoindol-7-yl)-l-hydroKy-2-methylpropyll-, 2-propenyl eater (9CI) 
[CA INDEX NAME) 



RN 247174-16-9 CAPLUS 

CN IH- Imidazole- 4 -methanol, . alpha.- [6- [ ( (1, 1 -dime thylethyl) dime thylsilyljoxy 
] -2-naphthalenyl] -.alpha.- (l-nethylethyl) -1- (triphenylmethyl) - (9CI) (CA 
INDEX NAME) 



i-Pr 





C-0-CH2-CH= CH2 

II 
0 



RN 430472-53-0 CAPLUS 

CN 3H-Benz[e)iaoindol-3-ono, 1, 2-dihydro-7- [l-hydroxy-l- (lH-iiaidazol-4- 
yl)propyll-2-nethyl- (9CI) (CA INDEX NAME) 



CPh3 



RN 337520-93-1 CAPLUS 

CN Methaneaulf onic acid, tcifluoro-, 6-[l-hydcoxy-2-nethyl-l-[l- 

( triphenylmethyl) -lH-iBidazol-4-yl) propyl] -2-naphthalenyl eater (9CI) 
INDEX NAME) 



i-Pr 



(CA 





337520- 93-1 

337521- 14-9 
337521-22-9 
337521-S3-2 
430472-56-3 
430472-59-6 
430472-62-1 



IT 247173-a3-B 247174-16-9 
337S21-09-3 337521-12-7 
337521-16-1 337521-16-3 
337521-24-1 337521-26-3 
430472-54-1 430472-5S-2 
430472-57-4 430472-5S-5 
430472-60-9 430472-61-0 
430472-63-2 430472-64-3 430472-69-S 
430472-70-1 430472-71-2 430472-73-4 
RL: ACT (Reactant) i RACT (Reactant or reagent) 

(prepn. of ioidazole deriva. for treatoent of proatate and breast 
cancer) 
RN 247173-85-9 CAPLUS 

CN lH-Iaidazole-4-nethanol, . alpha. - (6- hydroxy-2-naphthalenyl) -. alpha. - ( 1- 
Bethylethyl)-l-(triphenylnethyl)- (SCI) (CA INDEX NAME) 



CPh3 



RN 337521-09-2 CAPLUS 

CN lH-Iaidazole-4-methanol, .alpha. - [6- [ [ [1, l-dimethylethyDdiBethylailyl] oxy 
] -5-oethyl-2-naphthalenyl] -.alpha. - (l-methylethyl) -1- (triphenylmethyl) - 
(9CI) (CA INDEX NAME) 



i-Pr 




RN 337521-12-7 CAPLUS 
CN lH-Iciidazole-4-Bethanol, . 
. alpha. - (1-raethylethyl) -1- 



CPh3 



alpha. - (6-hydro)cy-S-aethyl-2-naphthalenyl) ■ 
(triphenylnethyl)- (9CI) (CA INDEX NAME) 
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i-Pr 




CPh3 



Me 



WJ 337521-H-9 CAPLUS 

CN Mathaneaulfonic acid, Crifluoro-, 6-[l-hydroxy-2-methyl-l-[l- 

(tciphenylmethyl) -IH-inidarol-^-yl] propyl] -l-ciethyl-2-naphthalenyl eater 
(9C1) (CA INDEX NAME) 



i-Pr 




RN 337521-16-1 CAPLUS 

CN 2-Haphthalenecarboxylic acid, 6-Il-hydroity-2-oiethyl-l-[l- (triphenylmethyl) - 
lH-imidazol-4-yl]propyl)-l-iBethyl-, methyl ester {9CI) (CA INDEX NAME) 



i-Pr 




RN 337521-18-3 CAPLUS 

CN lH-Iaidazole-4 -methanol, . alpha. - (6- ( ( (1, 1-diae thy lethyl) dime thylsilyl] oxy 
1 -7-methyl-2-naphthalenyl] -.alpha. - (l-methylethyl) -l-{triphcnylttiethyl) - 
OCI) (CA INDEX NAME) 



i-Pr 




He 



RN 337521-22-9 CAPLUS 

CN lH-Iiiiidazole-4 -methanol, .alpha. - (6-hydroxy-7-iBethyl-2-naphthalenyl) - 



H ANSVER 4 0? 33 CAPLUS COPYRIGHT 2003 ACS (Continued) 

.alpha.- (l-methylethyl) -l-(triphenyliaethyl)- (9CI| (CA INDEX NAME) 



i-Pr 




CPh3 



RN 337521-24-1 CAPLUS 

CN Methanesulfonic acid, trifluoro-, 6- (l-hydfOKy-2-nethyl-l-(l- 

(triphenylaethyl) -lH-imidazol-4 -yl) propyl) -3-Dethyl-2-naphthalenyl ester 

(9CI) (CA INDEX NAME) 



i-Pr 




O 



RN 337521-26-3 CAPLUS 

CN 2-Naphthalenecarbai:ylic acid, 6-[l-hydroxy-2-methyl-l-[l- (triphenylmethyl) 
lH-iaidazol-4-yl] propyl] -3-m«thyl-, methyl ester (9CI) (CA INDEX NAME) 



i-Pr 




0 



RN 337521-83-2 CAPLUS 

CN 2-NaphthalenecarbQKylic acid, 6- [l-hydroxy-2-niethyl-l-[l- (triphenylmethyl) 
lH-iniidazol-4-yl] propyl]-, methyl ester (9CI) (CA INDEX NAME) 



i-Pr 




0 



RN 430472-54-1 CAPLUS 

CN 2-Naphthalenecarboitylic acid, 1- (bromomethyl) -6- [l-hydroxy-2-nethyl-l- [1- 
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(triphenylmethyl) -lH-iniidaiol-4-yl] propyl]-, methyl ester (9CI) (CA INDEX 
NAME) 



i-Pr 




RN 430472-55-2 CAPLUS 

CN 2-Naphthalenecarboxylic acid, 3- (bromomethyl) -6-tl-hyd^oxy-2-methyl-l-[l- 
(triphenylmethyl) -lH-iiflidaiol-4-yl] propyl] -, methyl eater (9CI) (CA INDEX 
NAME) 




0 



RN 430472-56-3 CAPLUS 

CN Hethanone, t6-[( (1» 1-dimcthylethyl) dime thylsilyl] oxy] -S-methyl-2- 

naphthalenylj (l-( triphenylmethyl) -lH-imidazol-4-yl]- (9CI) (CA INDEX 
NAME) 



0 




RN 430472-S7-4 CAPLUS 

CN lH-Iaidazole-4 -methanol, . alpha. -[6- [ [ (1, l-dimethylethyl}diBathylailyl]oxy 
]-S-Bethyl-2-naphthalenyl)-l- (triphenylmethyl)- (9CI) (CA INDEC NAME) 



OK 
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0 




RN 430472-59-6 CAPLUS 

CN Methanesulf onic acid, trifluoro-, l-methyl-6- [ [1- { triphenylmethyl) -IH- 
iraidazol-4-yl]carbonyl]-2-naphthalenyl ester (9CI) (CA INDEX NAME) 



0 




RN 430472-60-9 CAPLUS 

CN 2-NaphthalenecarboxyUc acid, l-Bethyl-6- [ (1- (triphenylmethyl) -IH-ioidazol 
4-yl]carbonyl] -, methyl eater (9CI) (CA INDEX NAME) 



0 




RN 430472-61-0 CAPLUS 

CN 2-NaphthBlanecarboxyiic acid, 1- (bromomethyl) -6- (( 1- ( triphenylmethyl) -IH- 
imidazol-4-yl]carbonyl]-, methyl ester {9CI) (CA INDEX NAME) 



0 




RN 430472-62-1 CAPLUS 

CH 3H-Beni[e]iaoindol-3-one, 1, 2-dihydro-2-methyl-7- [ (1- (triphenylmethyl) -IH- 
imidazol-4-yl]carbonyl)- (9CI) (CA INDEX NAME) 



RN 430472-58-5 CAPLUS 

CN Methanone, (6-hydroi:y-5-methyl-2-naphthalenyl) [1- (triphenylmethyl) -IH- 
iaidaial-4-yl]- (9CI) (CA INDEX NAME) 
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(Continued) 




CPh3 



RN 430472-63-2 CAPLUS 

CN 2-NaphthalenecatrboxaBiide, 6- [l-hydro)ty-2-methyl-l- [1- (triphenylmethyl) -IH- 
iiiiidazol-4-yl] propyl] -N,N-bi3(:-nethylethyl)- <9CI) (CA INDEX NAME) 



(i-Pc) 2N- 




CPh3 



RN 430472-64-3 CAPLUS 

CN Z-Naphthalenecarboxamide, l-focBiyl-6-[l-hydcoxy-2-methyl-l-(l- 

(triphenylraethyl) -lH-iiflidazol-4-yl] propyl] -N,N-bi3 (1-methylethyl) - (9CI) 
(CA INDEX NAME) 



i-Pr 



(i-Pr)2N- 




CPh3 
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CN 3H-Benz(e]isoindol-3-one, 1, 2-dihydro-7-[l-hydroxy-l- [1- (ttiphenylnethyl) 
lH-iniidazol-4-yl]otKyl)-2-oethyl- (9C1) (CA INDEX NAME) 




CPh3 



WJ 430472-71-2 CAPLUS 

CN 2-NaphthalBriecarbQxaiiiide, 6-[l-hydroxy-2-methyi-l-Il- (triphenylmethyl)-lH- 
iaidazol-4-yl] propyl] (oethylani no) methyl] -N.N-bis (1-methylethyl) - 
(9CI) (CA INDEX NAME) 



(i-Pr)2N-C 




CH2-NHMe 



CFh3 



RN 430472-73-4 CAPLUS 

CN 3H-Benz(e]i3oindol-3-one, 1, 2-dihydro-7- [l-hydroxy-l- [1- (triphenylmethyl) ■ 
lH-iinidazol-4 -yl] propyl] -2-methyl- (9CI) (CA INDEX NAME) 



RN 430472-69-8 CAPLUS 

CN 3H-Benz(e]isoindol-3-one, 1, 2-dihydro-7 - [l-hydrQiiy-2-niethyl-l - [l- 
(triphenylmethyl) -lH-imida20l-4-yl] propyl] - (9CI) (CA INDEX NAME) 




OH 



CPh3 




CPh3 



REFERENCE COUNT: 



THERE ARE 9 CITED REFERENCES AVAILABLE FOR THIS 
RECORD. ALL CITATIONS AVAILABLE IN THE RE FORMAT 
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2002:353314 CAPLUS 
136:365878 

Methods and compositiona for treatment of ocular 

neovascularization and neural injury 

Eurlce, James A.; Lin, Ton; Wheeler, Larry A.; De 

Vries, Gerald W. 

Allergan Sales, Inc., USA 

PCT Int. Appl., 31 pp. 

CODEN: PIXXD2 

Patent 

English 

2 



PATENT NO. 



KIND DATE 



WO 2002036162 
W; AE, AG, 



A2 20020510 



APPLICATION NO. DATE 



WO 2001-US46014 20011101 



CO, CR, 
GM, HR, 
LS, LT, 
RO, RU, 
VN, YU, 
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DE, DK, 
BJ, CF, 
AU 2002030567 
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KE, 
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KP, 


KR, 


KZ, 


LC, 


LK, 


LR, 


HG, 


MK, 


MN, 


MW, 


MX, 


HZ, 


NO, 


NZ, 


PL, 


PT, 


SK, 


SL, 


TJ, 


TM, 


TR, 


TT, 


TZ, 


UA, 


UG, 


UZ, 


BY, 


KG, 


KZ, 


HD, 


RU, 


TJ, 
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SN, 


TD, 


TG 





AB 



IT 
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SE, 3G, SI, 
ZW, AH, AZ, 
LS, MW, KZ, 
FI, FR, GB, 
CI, CM. GA, 

20020515 AU 2002-30567 20011101 

2002O71B US 2001-998718 20011101 

US 200O-244850P ? 20001101 
WO 2001-US46O14 W 20011101 
Methods and compns. for the treatment of ocular neovascularization (CNV) 
and macular degeneration are disclosed. The invention includes combining 
laser treatnent with administration of a neuroprotectant. Seven pigmented 
rabbits were dosed with either 0.5 ml 0.21 brimonidine or saline 
adiftinistered in 1 eye of each rabbit. One hour later, the animals were 
treated with a lO-nin i.v, infusion of 0,2 mg/kg vertepocfin, then the 
same eye was irradiated 10 min later in the lower fundus with a 689-nia 
diode laser at 50 J/cin2, €00 DW/cm2 and a spot size of 1.5 im, 
Brimonidine reduced the increase in retinal thiclcness (subretinal cyst + 
retina) in the lesion produced by PDT. 
226571-05-7, AGN 795 <23773-40-4, AGN 960 

RL: PAC (Pharmacological activity); THU (Therapeutic use}; BIOL 
(Biological study)) USES (Uses) 

(methods and coti^ns. for treatment of ocular neovascularization and 

neural injury) 
226571-05-7 CAPLUS 

IH- Imidazole, 4- [ (1, 2, 3, 4, 5, 6, 7. 8-octahydro-2-naphthalenyl) methyl] - (9CI ) 
(CA INDEX NAME) 



^N 



RN 423773-40-4 CAPLUS 

CN l(2H)-Naphthalenone, 2-[ {2,3-dihydro-2-thiQxo-lH-iaidazol-4-yl)OBthyl] -3,4- 
dihydro- (SCI) (CA INDEX NAME) 
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DOCUMENT NUMBER: 136:146981 

TITLE: Investigations on inhibitors of human 

17. alpha. -hydroxylase-l?, 20-lya3e and their 
interactions vith the enzyce. Molecular nodeiling of 
17. alpha. -hydroxyla3e-17, 20-lyase, pact II 
Schappach, A.t Holtje, H.-D. 

Department of Pharaacy, Institute of Pharnaceutical 
Che&istry, Heincich Heine-University, Duaseldorf, 
Germany 

Phacmazie (2001), 56(11), 835-642 
CODEN: PHARAT) ISSN: 0031-7144 
Govi-Verlag Pharaazeutischer Verlag 
Journal 
En9li3h 

Hev methods in treatment of hormone-dependent diseases like prostate or 
breast cancer have become a major subject in medical and pharmaceutical 
research. Because of the direct correlation of cancer grovth and hormone 
concn., inhibition of hormone biosynthesis presents a promising strategy 
in cancer therapy. The key enzyme in androgen biosynthesis is the 
17, alpha. -hydroxylasc-n, 20-lyas6 a cytochrome P 450 system, which 
specifically converts gestagens to androgens. Because the 3D-3tructure of 
the enzyme is still unknown most recently a ligand-based design was used 
to gain deeper insights into protein structure and function. In this 
paper we present mol. modeling studies on compds. acting as competitive 
inhibitors of the human 17, alpha. -hydroxyla3e-17,20-lya9e. The compds. 
developed by Hartraann et al. belong to two different structural classes 
and show a wide range of inhibitory potency. The physico-chem. properties 
of the fflols. were investigated and compared by studying structural 
flexibility and by calcg. mol. interactions fields. The superimposition 
of all inhibitors in a low energy conformation yielded in the common 
pharmacophore. In the second part of the paper individual inhibitors were 
docked into the active site of the enzyme model of CYPII developed in our 
group. The dynamic behavior and stability of the protein-inhibitor- 
complexes was studied. The protein ligand interactions obsd. in course of 
the mol. dynamics simulations correspond well with the exptl. data. 
157056-47-4 
RL: PRP (Properties) 

(mol. modeling of human 17. alpha. -hydroxylase-ll, 20-lya3e with 
steroidal and non-steroidal inhibitors) 
157058-47-4 CAPLUS 

1 (2H) -Naphthalenone, 3, 4-dihydro-2- (lH-imidazol-4-ylmethyl) -7-methoxy- 
(9CI) (CA INDEX NAME) 



IT 



RN 
CN 



REFERENCE COUNT: 



19 



THERE ARE 19 CITED REFERENCES AVAILABLE FOR THIS 
RECORD. ALL CITATIONS AVAILABLE IN THE RE FORMAT 
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2001:319877 CAPLUS 
134:340525 

Process for producing optically active naphthalene 
derivative and optical resolver therefor 
Aoki, Isao) Adachi, Mari; Kawada. Hitsuru; Yamano, 
Toru; Taya, Naohiro 

Takeda Chemical Industries, Ltd., Japan 

PCT Int. Appl., 103 pp. 
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20001019 

CA, CN, CR, CU, 

JP, KG, KR, KZ, 

NZ, PL, RO, RU, 

ZA, AH, AZ, BY, 

AT, BE, CH, CY, 

PT, SB, BF, BJ, 

TG 
20001019 
20001019 

NL, SE, MC, PT, 

20001020 
19991022 
19991022 
20001019 



HARPAT 134:340525 



• STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY 



AVAILABLE VIA OFFLINE PRINT • 



AB A process for producing an optically active isomer of a compd. represented 
by formula (I) which comprises: reacting a mixt. of naphthalene derivs. 
represented by formula I (wherein R represents a nitrogenous heterocyclic 
group; Rl represents hydrogen, a hydrocarbon group, or a mononuclear arom. 
heterocyclic group; R2 represents hydrogen or lower alkyl; symbol 
indicates the position of an asyra. carbon atom; and R3 to R8 each 
represents hydrogen, a hydrocarbon group, hydroxy, etc., provided that R7 
may be bonded to R6 or RS to form a ring contg. an oxygen atom) with an 
optically active isomer of a 2-hydroxy-4-phenyl-l,3,2-dioxapho3phorinan-2- 
one or arom. ring-fused 2-hydroxy-l,3,2-dioxaphosphepan-2-one coa^. 
represented by formula (II) or (III), resp. (wherein ring A represents a 
benzene ring; RIO and Rll each represents hydrogen, a hydrocarbon group, 
etc. or RIO and Rll in combination represent alkylene; symbol indicates 
the position of an asym. carbon atom; and rings B and C each repre3ent3 an 
arom. ring) to yield salts; sepg. the salts; and then isolating the target 
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isomer. The optically active isomer produced has a steroid C17,20 lyase 
inhibitory activity and is useful as a preventive/ remedy for tumors such 
as prostatism and mammary cancer. Also provided is a novel optical 
resolver II or III. Thus, 1.0 g (RS) -1- (6, 7-dimethOKynaphthalen-2-yl) -1- 
(lH-imidazol-4-yl)-2-methyl-l-propanol (IV) (prepn. given) and S22 rag 
(-) -B-hydroxy-7, 9-dioxa-6-phenyl-8-phop3haspirot4 - 5] decan-fl-one (V) were 
dissolved in 21 mL ethanol with heating, stirred at room temp, for 6 h, 
and filtered to give 670 mg {-)-lV.V salt (991 do) in 741 yield which (665 
mg] was added to 150 mg 251 aq. NH3, 30 mL H20, and 20 mL AcOEt, and 
stirred at room temp, for 30 min. The org. layer was sepd. and coned, in 
vacuo to give 368 mg (-)-IV (991 de) in 741 yield. 

IT 33S102-55-7P 336102-62-6P 

RL: PUR (Purification or recovery); SPN (Synthetic preparation); THU 
(Therapeutic use) ; BIOL (Biological study) ; PREP (Preparation) ; USES 
(Uses) 

(process for producing optically active anticancer naphthalene deriv. 
and hydroxyphenyldioxaphosphorinanone resolving agents) 
RN 336102-55-7 CAPLUS 

CN IH- 1 midazole-4 -methanol, . alpha. - (6, 7-diraethaxy-2-naphthalenyl) -.alpha. - (1 
methylethyl)-, (. alpha. S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. Rotation (-) . 



i-Pr 




RN 336102-62-6 CAPLUS 

CN lH-ImidazQle-4 -methanol, . alpha. - (6-methoxy-2-naphthalenyl) - .alpha. - (1- 
methylethyl)-, (-)- (9CI) (CA INDEX NAME) 

Rotation (-) . 

i-Pr 



MeO' 




IT 247174-39-6 336102-65-9 336102-70-6 
336102-73-9 

RL: RCT (Reactant); RACT (Reactant or reagent) 

(process for producing optically active anticancer naphthalene deriv, 
and hydroxyphenyldioxaphosphorinanone resolving agents) 
RN 247174-39-6 CAPLUS 

CN lH-IaidaEOle-4-methanol, . alpha. -(6-( (diphenylmethylene)aaino] -2- 

naphthalenyl)-. alpha. -(l-oethylethyl)-l-(triph*nylm«thyl) - (9C1) (CA 
INDE3C NAME) 
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i-Pr 




CPh3 

RN 336102-65-9 CAPLUS 

CN 2-Naphthalenocarboxylic acid, 6- ( 1-hydroxy-l- (lH-imidazol-4-yl) -3 
methylbutyl]-, methyl aster (9CI) (CA INDEX NAME) 




0 



RN 336102-70-6 CAPLUS 

CN 2-Naphthalenecarboxamide, 6- (1-hydroxy-l- {lH-imidazol-4-yl) -3-methylbutyl] - 
N-methyl- (9CI) (CA INDEX NAME) 




0 



RN 336102-73-9 CAPLUS 

CN 2-Naphthalenecarboxaaide, 6- { 1-hydroxy-l- (lH-imidazol-4-yl) propyl) -N 
methyl- (9CI) (CA INDEX NAME) 




0 



247173 


-05 


-3P 


247173 


-20- 


2P 


247173- 


40' 


-6P 


247173 


-41 


-7P 


247173 


-54- 


2P 


247173- 


70-2P 


247173 


-71 


-3P 


247173 


-72- 


4P 


247174- 


10' 


-3P 


247174 


-11 


-4P 


247174 


-12- 


5P 


247174- 


40 


-9P 


247174 


-41 


-OP 


247174 


-69- 


2P 


336102- 


57 


-9P 


336102 


-59 


-IP 


335102 


-61- 


5P 


336102- 


63' 


-7P 


336102 


-64 


-BP 


336102 


-66- 


OP 


336102- 


67-lP 


336102 


-69 


-3P 


336102 


-71- 


7P 


336102- 


72' 


-99 


336102' 


-74 


-OP 


336102 


-75- 


IP 


336102- 


76-2P 
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337534-07-3? 337S34-0a-4P 337534-10-ap 
337534-11-9P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(pcoceaa for producing optically active anticancer naphthalene deriv. 
and hydroxyphenyldioxaphosphorinanone resolving agents] 
HN 247173-05-3 CAPLUS 

CN lH-Icddazole-4-Dechanol, .alpha.- (6-DethoxY-2-naphthalenyl}-. alpha. - (1- 
nethylethyl)- (9CI} (CA IKDEX NAME) 




RH 247173-20-2 CAPLUS 

CN lH-Iiaidazole-4-iaethanol, .alpha.- {6-methoKy-2-naphthalenyl) -. alpha. -propyl 
(9CI) (CA INDEX NAME) 
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naphthalenyl]- (9CI) (CA INDEX NAME) 




RN 247173-70-2 CAPLUS 

CN lH-Iaidazole-4-iftethanol, . alpha. - (6-methoxy-2-naphthalenyl) -1 
(triphenylmethyl)- (9CI) (CA INDEX NAME) 



OH 




CPh3 




RN 247173-40-6 CAPLUS 

CN lH-Imidazole-4 -methanol, . alpha. - (6-ethoxy-2-naphthalenyl) - . alpha. - (1- 
raethylethyl)- (9CI) (CA INDEX NAME) 




RN 247173-41-7 CAPLUS 

CN lH-Ii!iida20le-4 -methanol, . alpha. - {6, 7-dimethQxy-2-naphthalenyl) - .alpha. - (1 
nethylethyl)- (9CI) (CA INDEX NAME) 




RN 247173-54-2 CAPLUS 

CN Acetamide, N- [6- (1-hydroxy-l- (lH-imidazol-4-yl) -2-methylpropyl) -2- 



RN 247173-71-3 CAPLUS 

CN Methanone, (6-iaethoxy-2-naphthalenyl) [1- (triphenylmethyl) -lH-iniidazol-4 
yl]- (9CI) (CA INDEX NAME) 



0 




CPh3 



RN 247173-72-4 CAPLUS 

CN Methanone, lH-iaidazol-4-yl(6-iaetho>fy-2-naphthalenyl) - {9CI) (CA INDEX 
NAME) 




RN 247174-10-3 CAPLUS 

CN Methanone, (6-ethoxy-2-naphthalenyl) [1- (triphenylmethyl) -lH-iaidazol-4-yl] 
(9CI) (CA INDEX NAME) 
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O 




CPh3 

RN 247174-11-4 CAPLUS 

CN lH-Iiiiidazole-4-iDethanol, . alpha. - (6-ethoxy-2-naphthalenyl) -.alpha. - (1- 
inethylethyl)-!- (triphenylmethyl)- (9CI) (CA INDEX NAME) 



i-Pr 




CPh3 

RN 247174-12-5 CAPLUS 

CN Methanone, (6, 7-diBiethoJty-2-naphthalenyl) -lH-iniidazol-4-yl- (SCI) (CA 
INDEX NAME) 




RN 247174-40-9 CAPLUS 

CM lH-Iiaidazole-4-iBethanol, . alpha. - (6-aniino-2-naphthalonyl) -.alpha. - (1 
methylsthyD-l- (triphenylmethyl)- {9CI) (CA INDEX NAME) 



i-Pr 




CPh3 

RN 247174-41-0 CAPLUS 

CN Acetanide, N- [6- [l-hydroxy-2-iaethyl-l- (1- (triphenylmethyl) -lH-iiaidazol-4- 
yl]propyl]-2-naphthalenylJ- (9CI) (CA INDEX NAME) 



i-Pr 




CPh3 
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RN 247174-69-2 CAPLUS 

CN lH-Imidazole-4-methanol, . alpha. - (6-ethoxy-2-naphthalenyl) -1- 
(tciphenylraethyl) - (9CI) (CA INDEX NAME) 



OH 




CPh3 

RN 336102-57-9 CAPLUS 

CN lH-Iiaida20le-4 -methanol, . alpha. - (6, 7-diQethoxy-2-naphthalenyl) - .alpha.- (1 
mothylethyl) -, (. alpha. S)-, compd. with (-) -8-hydroxy-6-phenyl-7, 9-dioxa-8 
ph09pha3piro[4.5]decane 8-oxide (1:1) (9CI) (CA INDEX NAME) 

CM I 

CRN 336102-56-8 
CMF C13 H17 04 P 

Rotation {-) . 



Ph 




CM 2 

CRN 336102-55-7 
CMF C19 K22 N2 03 

Absolute stereochemistry. Rotation (-) . 
i-Pr 




RN 336102-59-1 CAPLUS 

CN lH-Iiftida2ole-4 -methanol, . alpha. - {6-ethoxy-2-naphthalonyl) -. alpha. - (1- 

aethylethyl) -, (-)-, conpd. with (4S) -4- (2, 4-dichlorophenyl) -2-hydrQxy-S, S 
diBethyl-1.3,2-dioxapho3phorinane 2-03tidB (1:1) (SCI) (CA INDEX NAME) 

CK 1 

CRN 336102-58-0 
CHF CI 9 K22 N2 02 
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Rotation (-). 

i-Pr 



EtO 




CM 2 

CRN 98674-91-0 

CM7 Cll H13 Cl2 04 P 

Absolute stereochemistry. Rotation (-) . 



HO 0 




RN 336102-61-5 CAPLUS 

CN Acetamide, N-[6-tl-hydroicy-l- (lH-iiftidazol-4-yl) -Z-methylpropyl] -2- 

naphthalenyl) (+)-, compd. with (+) -2-hydcojfy-4- (2-methoxyphenyl) -5, 5- 
diraethyl-l,3,2-dioxapho9phorinane 2-oxide (1:1) (9CI) {CA INDEX NAME) 

CM 1 

CRN 336102-60-4 
CHF C19 H21 N3 02 

Rotation (+). 



i-Pr 




Oi 2 

CRN 98674-S2-9 
<X7 C12 H17 OS P 
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Absolute stereocheoistry. Rotation (4) , 




RN 336102-63-7 CAPLUS 

CH lH-Ioiidazole-4 -methanol, • alpha- - {6-nethoj£y-2-naphthalenyl) -.alpha. - (1 
raethylethyl)-, (-)-, compd. vith {-) -4- (4-chlorophenyl) -2-hydroxy-S, 5- 
dimethyl-l,3,2-dioKapho3phorinane 2-oxide (1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 336102-62-6 
CMF CIB H20 N2 02 

Rotation (-). 

i-Pr 



MeO' 




CM 2 

CRN 98574-89-6 

CHF Cll H14 Ci 04 P 

Rotation (-). 




Me 

RN 336102-64-8 CAPLUS 

CN lH-Imidazole-4 -methanol, . alpha. - (b-nethoxy-Z-naphthalenyl) -.alpha.- (1 
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methylethyl) -, (-)-, compd. with (4S) -2-hydroity-4- (2-methoxyphenyl) -5, 5 
diioethyl-l,3,2-dioxaph03phorinane 2-oxide (1:1) (9CI) (CA INDEX NAME) 

CH 1 

CRN 336102-62-6 
CMF CIS H20 N2 02 

Rotation (-) . 

i-Pr 



HeO' 




CM 2 



CRN 98674-83-0 
CMF C12 H17 05 P 



Absolute stereochemistry. Rotation (-) . 



HO ,0 
\ ^ 



0 0 OMe 
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CRN 98674-87-4 

CMF Cll H14 Cl 04 P 

Absolute stereochemistry. Rotation (-f). 




RN 336102-67-1 CAPLUS 

CN 2-NaphthalenecarboxYlic acid, 6-f 1-hydroxy-l- (lH-iiiiidazol-4-yl) -3- 

nethylbutyl] methyl ester, compd. with (+) -4- (2, 4-dichlorophenyl) -2- 
hydroxy-S,5-dimethyl-l,3,2-dioxapho3phorin8ne 2-oxide (1:1) (9CI) (CA 
INDEX NAME) 

CM 1 

CRN 336102-65-9 
CHF C20 H22 N2 03 




0 



RN 336102-66-0 CAPLUS 

CN 2-Naphthalenecarboxylic acid, 6- [l-hydroxy-l- (lH-iaida2ol-4-yl) -3- 

methylbutyl}-, methyl ester, coe^. with (4R) -4- (2-chlorophenyl) -2-hydroxy- 
5,S-dimethyl-1.3,Z-dioxaph03phorinane 2-oxide (1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 336102-65-9 
CMF C20 H22 N2 03 




O 



CM 2 



CM 2 

CRN 98674-90-9 

CMF Cll H13 C12 04 P 

Absolute stereochenistry. Rotation (+). 




Cl 



RN 336102-69-3 CAPLUS 

CN 2-NaphthalenecarbO)cylic acid, 6- [l-hyriroxy-l- (lH-iBU.dazol-4-yl) -2- 
nethylpropyl] -, methyl ester, conpd. with (4S) -4-(2-chlorophenyl) -2 
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hydroxy-S, 5-diaflthyl-l, 3, 2-dioxapho3phoriftana 2-oxide (1:1) (901) (CA 
IMDEX NAHE] 

CM 1 

CRN 336102-68-2 
04F C19 H20 N2 03 
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CM 



CRN 93674-97-4 

C«F Cll H14 CI 04 P 

Absolute stereocheadscry. Rotation (>) 



HeO- 




ai 2 

CRN 98674-86-3 

CMF Cn H14 CI 04 P 



Absolute stereochemistry. Rotation (-) 



RN 336102-72-8 CAPLUS 

CN 2-Naphthalenecarboxaiiiide, 6- [1-hydrcxy-l- (lH-iRiidaiol-4-yi) -3-raethylbutyl] ■ 
N-methyl-, compd. with (-) -4- (2, 4-dichlorophenyl) -2-hydroxy-5, S-dinethyl- 
l,3,2-dioxapho3phorinane 2-oxide (1:1) (9CI) (CA INDEX NAME) 



CM 




RN 336102-71-7 CAPLUS 

CN 2-NaphthalBnecarboxaniide, 6- [1 -hydroxy- 1- (lH-iniidazol-4-yl) -3-inethylbutyl] ■ 
N-aethyl-, compd. with (4R) -4- (2-chlorophenyl) -2-hydroxy-5, S-dimethyl- 
1,3,2-dioxaphosphorinane 2-oxide (1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 336102-70-6 
CMF C20 H23 N3 02 



CRN 336102-70-6 
CMF C20 H23 N3 02 



HeNH-( 




i-Bu H 
.. ^N 



OH 



CM 2 

CRN 98674-91-0 

CMF Cll H13 C12 04 P 

Absolute stereochemistry. Rotation (-) 



i-Bu H 



MeNH- 
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Et 



MeNH- 



RN 336102-74-0 CAPLUS 

CN 2-Naphthalenecarboxaiaide, 6-[l-hydroxy-l- (lH-iiaida2ol-4-yl) propyl] -N- 
methyl-, coo^. vith { + ) -4- (2, 4-dichlorophenyl) -2-hydroxy-5, S-dioethyl- 
l,3,2-dioxapho3phorinane 2-oxide (1:1) (9CI) (CA INDEX NAME) 

CM 1 



CM 2 

CRN 98674-87-4 

CHF Cll H14 CI 04 P 

Absolute stereochenistry. Rotation (+). 



CRN 336102-73-9 
CMF C18 H19 N3 02 



MeNH-C 

II 
0 



CM 




RN 336102-76-2 CAPLUS 

CN 2-Naphthalenecarboxaiaide, 6- [1-hydroxy-l- (lH-iiixidazol-4-yl)propyl) -N- 

laethyl-, compd. with (+) -2-hydroxy-4- (2-methoxyphenyl) -S, 5-dinathyl-l, 3, 2- 
dioxaphosphorinane 2-oxide (1:1) (9CI) (CA INDEX NAHE) 



CRN 98674-90-9 

CMF CU H13 C12 04 P 

Absolute stereochesiistry. Rotation ( + }. 



CM 1 

CRN 336102-73-9 
CHF CIS H19 N3 02 




MeNH- 



RN 336102-75-1 CAPLUS 

CN 2-Naphthalenecarboxanu.de, 6- [l-hydroxy-l- (lK-iaidazol-4-yl) propyl] -N- 

nethyl-, coispd. with (4R) -4- (2-chlorophenyl) -2-hydroxy-5, 5-diaethyl-l, 3, 2- 
dioxaphosphorinane 2-oxide (1:1) (9CI} (CA INDEX NAHE) 

CH 1 



CM 2 

CRN 98674-82-9 
CMF C12 H17 05 P 

Absolute stereochenistry. Rotation {*) . 



CRN 336102-73-9 
CHF C18 H19 N3 02 
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He He 



RN 337534-07-3 CAPLUS 

CN lH-Ifiiclazole-4-nethanol, . alpha. - (6, 7-dinethoify-2-naphthalenyl) - . alpha. - ( 1- 
methylethyl) coispd. vich (llbR) -4-hydcoxydinaphthot2, 1-d: 1 * , 2' - 
f] (1,3,2] dioxaphosphepin 4-oxide (1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 336102-55-7 
CMF C19 H22 N2 03 

Absolute stereocheaistry. Rotation (-). 



i-Pr 



HeO 



HeO 



OH H 




CH 2 

CRN 3964B-67-4 
CMF C20 H13 04 P 




RN 337534-0S-4 CAPLUS 

CN lH-Iaidazole-4-nethanol, . alpha.- (6, 7-diraetho)£y-2-naphthalenyl) -. alpha. - (1- 
methylethyl) (-)-, compd. with (4R) -2-hydroxy-S, 5-diiBethyl-4-phenyl- 
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1,3,2-dioitaphosphorinane 2-oxide (1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 336102-55-7 
CMF C19 H22 N2 03 

Absolute stereocheaiatry. Rotation (-). 



i-Pr 



HeO. 



MeO 



.OH H 




CM 2 

CRN 98674-80-7 
CMF Cll H15 04 P 



Absolute stereochemistry. Rotation (-) 



He 



He 



ph ^o-^X 



OH 



RN 337534-10-8 CAPLUS 

CN IH- I aidazoie- 4 -methanol, . alpha. - (6-n!ethoxy-2-naphthalBnyl) -. alpha. -propyl- 
, (-)-, compd. with (4S) -4- (2-chlorophenyl) -2-hydro3fy-5, 5-dimethyl-l,3,2- 
dioxaphosphorinane 2-oxide (1:1) (9CI) (CA INDEX NAME) 



CM 



1 



CRN 337534-09-5 
CMF C18 H20 N2 02 



Rotation (-) 



n-Pr 



OH H 
N. 



MeO' 
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CM 2 

CBN 98674-86-3 

CMF Cll H14 CI 04 P 

Absolute stereocheaiatcy. Rotation (-) . 




RN 337534-11-9 CAPLUS 

CN lH-lBiidarole-4-nethanol, .alpha.- (6-methoKy-2-naphthalenyl) -.alpha. - (1- 
nethylethyl) -, (-)-, coispd. with (4S) -4- (2-chlorophenyl) -2-hydroKy-5, 5- 
diiiiethyl-l,3,2-dioxapho3phorinane 2-oxido (1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 336102-62-6 
CMF C18 H20 N2 02 

Rotation (-) . 



i-Pr 




CM 2 

CRN 98674-06-3 

CMF Cll H14 CI 04 P 

Absolute ateceocheinistry. Rotation (-}. 



HO 0 

\ // 




IT 336103-01-6P 338103-02-7? 336103-04-9P 



L4 ANSWER 7 OF 33 CAPLUS COPYRIGHT 2003 ACS (Continued) 
336103-OC-lP 337534-12-OP 

RL: SPN (Synthetic preparation) > PREP (Preparation) 

(process for producing optically active anticancer naphthalene deriv. 
and hydroxyphenyldioxaphosphorinanone resolving agents) 
RN 336103-01-6 CAPLUS 

CN Cyclohexanecarboxylic acid, 2- (aminocarbonyl) (IS, 2R)-, compd. with 
. alpha. - (6, 7-diraethoxy-2-naphthalenyl) - . alpha. - (1-methylethyl) -IH- 
imidazole-4-Biethanol (1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 336103-00-S 
CMF C8 H13 N 03 

Absolute stereocheEiistry. 



C02H 0 




CM 2 

CRN 247173-41-7 
CMF C19 H22 N2 03 




RN 336103-02-7 CAPLUS 

CN Benzeneacetic acid, . alpha. -hydroxy-, (. alpha. S)-, compd. with 

. alpha. - (6, 7 -dine thoxy-2 - naph thalenyl alpha. - (l-Bethylothyl) -IH- 
itaidazole-4 -methanol (1:1) (9CI) (CA INDEX NAME) 

CH 1 

CRN 247173-41-7 
CHF C19 H22 N2 03 




CM 2 

CRN 17199-29-0 
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CMF Ca Hfi 03 

Absolute atereocheniatry. Rotation t+) . 



H02C =• OH 



RN 336103-04-9 CAPLUS 

CN 2-Naphthal«necarboxanide, 6-[ (IS) -l-hydroxy-l- (IH-imidazol-^-yl) propyl) -N- 
nethyl-, coc?xl. with t^R) (2-chlorophenyl) -2-hydroxy-5, 5-diiaethyl-l, 3, 2- 
dioxaphosphocinane 2-axide (1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 336103-03-8 
CHF CIS HIS N3 02 

Absolute stereochemistry. Rotation (-) . 




0 



CM 2 

CRN 9B674-87-4 

CMF Cll H14 CI 04 P 

Absolute stereocheoiiatry. Rotation (*) . 




RN 336103-06-1 CAPLUS 

CN 2-Naphthalenecatboxaiaide, 6-[ (IS) -1-hydroxy-l- (lH-iniidazol-4-yl) -3- 

methylbutyl] -N-methyl-, coi^. with (4R) -4- (Z-chlorophenyl) -2-hydroxy-5, 5- 
dioothyl-l,3,2-dioxapho3phorinane 2-oxide (1:1) {9CI) (CA INDEX NAME) 
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CM 1 

CRN 336103-05-0 
CMF C20 H23 N3 02 

Absolute stereochemistry. 



i-Bu 




0 



CM 2 

CRN 98674-B7-4 

CMF Cll H14 CI 04 P 

Absolute stereocheniatry. Rotation (+). 




RH 337534-12-0 CAPLUS 

CN Sulfamic acid, ( (IS) -l-phenylethyl) compd. with . alpha. - (6, 7-diroethoxy-2- 
naphthalenyl) -. alpha. - (1-taethylethyl) -lH-iRu.dazole-4-niethanol (1:1) (9CI) 
(CA INDEX NAME] 

CM 1 

CRN 247173-41-7 
CMF C19 H22 N2 03 
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CM 2 



(Continued) 



CRN 50573-41-6 
CMF C8 Hll N 03 S 

Absolute atereocheaistry. Rotation {-) 



I 



He 

K 



S03H 
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AB Title cospds. (I) (wherein R - H or a protecting group* Rl - (cyclo) alkylf 
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R3 and R5 • H, acyl, halo, or |un] substituCed alkyi, hydroxvl' thio, or 
amino R4 • (un) substituted aryl, heterocyclic, or carbamoyl: or R3 and R4 
forn a 5- or 6-neiabered O-contg. ring; or R4 and R5 form a 5- or 
6-mei3bered O-contg. ring; R6 - (halo) alkyl; n - 0-3; or salt thereof], 
which have an inhibitory activity on steroid 011-20 lyase, were prepd. 
For example. He 6- (l-hydrojcy-Z-nethyl-l- (l-trityl-lH-iinidazal-4-yl) propyl) - 
2'naphthoate (prepn. given) was deeste rifled using NaOH and HeOH in THF, 
converted to the amide using MeNH2, and deprotected using pyridinium 
chloride Co give the iaidazolyl naphthaleneoethanol II. II inhibited 
steroid C17-20 lyase with IC50 of 6.1 nH and showed inhibitory activity on 
testosterone biosynthesis (testosterone concn. of groups of rats receiving 
test compds. to control groups) of 4.51. I are useful for the prevention 
and treatnent of breast cancer or prostate cancer (no data). 

IT 247173-41-7P, 1- (6, 7-DiBethoxy-2-naphthyl) -1- (lH-iinidaiol-4-yl) -2- 
methyl-l-propanol 247n3-S4-2P, N-{6-[l-Hydroxy-l- (lH-iiaidarol-4- 
yl) -2-methylpropyl] naphthalen-2-yl} acetaoide 

RL: PUR (Purification or recovery); RCT (Reactant): SPN (Synthetic 
preparation)) PREP (Preparation); RACT (Reactant or reagent) 

(intermediate; prepn. of imidazolyl naphthalenemethanol steroid C17-20 
lyase inhibitors for treatment of breast and prostate cancer} 
RN 247173-41-7 CAPLUS 

CN lH-Imidazole-4 -methanol, .alpha. - (6, 7-dimethoxy-2-naphthalenyl) -. alpha. - (1- 
methylethyl)- (9CI) (CA INDEX NAME) 




RN 247173-54-2 CAPLUS 

CN Acetamide, K- [6- [l-hydroxy-l- (lH-imidaiol-4-yl) -2-Biethylpropyl] -2- 
naphthalenylj- (9CI) (CA INDEX NAME) 




IT 247173-85-9?, 6- [ 1 -Hydroxy-2-raethyl-l- (l-t^ityl-lH-i^lidazol-4- 
yl) propyl] -2-naphthol 247174-IS-9P, l-(6-tert- 

Butyldimethylailyloxy-2-naphthyi) -2-methyl-l- (l-trityl-lK-imidazol-4-yl) -1- 
propanol 247174-36-5?, 1- (6-Bromonaphthalen-2-yl) -2-nethyl-l- (1- 
trityl-lH-iiaidazol-4-yl) -1-pcopanol 247174-39-6P, 

l-[6-[ (Diphenylroethylene) amino] naphthalen-2-yll -2-methyl-l- (l-trityl-lH- 
iraidazol-4-yl)-l-propanol 247174-41-OP, N-[6-[l-Hydroxy-2-methyl- 
1- (l-trityl-lH-i(nida2ol-4-yl) propyl] naphthalen'2-yl] acetamide 
336103-03-ep, (5)- (-) -6- [ l-Hydroxy-1- (lH-imidazol-4-yl) propyl] -N- 
Bethyl-2-naphthamide 337520-93-lP 337520-95-3P 

337520-97-5P, 6- [1-Hydroxy-l- (lH-imida20l-4-yl) -2-aethylpropyl) -2- 
naphthonitrile 337520-99-7P 33752X-03-6P, 
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l-Chloro-6-(l-hydroxy-2-raethyl-l-(l-trityl-lH-imidazol-4-yl) propyl] -2- 
naphthol 337521-OS-eP 337521-07-OP, Hethyl 

1- chloro-6-[l-hydroity-2-iaethyl-l-(l-trityl-lH-imidazol-4-yl) propyl] -2- 
naphthoate 337521-09-2P 337S21-12-7P, 

6- {l-Hydroxy-2-me thyl-l-(l-tri tyl-lH-iiaida2ol-4-yl) propyl] -l-methyl-2- 
naphthol 337521-14-9? 337521-lS-l?, Methyl 

6-{l-hydroxy-2-methyl-l-(l-trityl-lH-imidazol-4-yl)propyl]-l-inethyl-2- 
naphthoate 337521-18-3?, 1- (6-tert-ButyldiBethyl3ilyloxy-7- 
methyl-2-naphthyl) -2-methyl-l- {l-trityl-lH-inidazol-4-yl) -1-propanol 
337521-22-9?, 6- [ 1 -Hydroxy- 2-nethyl-l- (l-trityl-lH-iaidazol-4- 
yl) propyl] -3-Bethyl-2-naphthol 337521-24-1? 337521-26-3? 
337521-2B-5P, (6- te rt-Butyldinethylsilyloxy-2-naphthyl) (1-trityl- 
lH-imidazol-4-yl) methanol 337521-31-OP, (6-tert- 

Butyldiraethylsi lyloxy- 2- naph thy 1) ( 1 - 1 ri tyl - lH-iittida2ol-4 -yl ) me thanone 
337521-33-2P, (6-Hydroxy-2-naphthyl) (l-trityl-lH-iiaida2ol-4- 
yDnethanone 337521-35-4? 337521-37-6P, Kethyl 

6-( (l-trityl-lH-inu.dazol-4-yl)carbonyl]-2-naphthoate 337521-39-B? 
, N-Methyl-6-[ (l-trityl-lH-iiaidazol-4-yl) carbonyl] -2-naphthaaide 
337521-47-8? 337521-51-4P, 6- ( 1 -Hydroxy-3-Bethyl-l- (1- 
trityl-lH-iniidazol-4-yl) butyl] -2-naphthol 337521-53-6? 
337921-55-8?, Hethyl 6-[l-hydroxy-3-nethyl-l- (l-t^ityl-lH-ia^da^oi- 
4-yl) butyl] -2-naphthoate 337521-57-OP, 6- [ l-Hydroxy-l - ( IH- 
imidazol-4-yl) -2-nethylpropyl] -2-methoxy-N-nethyl-l-naphthamide 
337521-58-1? 337521-60-5?, 2-HydrQxy-6- [1-hydroxy-l- (IH- 
imidazol-4-yl) -2-nethylpropyl] -N-methyl-l-naphthamide 337521-61-6? 
, 2-Hydroxy-6-(l-hydraxy-2-methyl-l-(l-trityl-lH-inida2ol-4-yl)propyl] -N- 
methyl- 1-naphthaiaide 337521-62-7?, 6-(l-Hydroxy-l- (lH-iBida2ol-4- 
yl) -2-methylpropyl] -N-methyl-l-naphthamide 337521-63-8? 
337521-64-9?, 6- [ l-Hydroxy-2-iiiethyl-l- (l-trityl-lH-imidazol-4- 
yl) propyl] -N-nethyl-l-naphthamide 337521-67-2?, 

2- Hethyl-l- (6-phenyl-2-naphthyl) -1- (l-trityl-lH-iraidazol-4-yl) -1-propanol 
337521-69-4?, 1 - {6- (2-Furyl) -Z-naphthyl] -2-Bethyl-l- { l-tri tyl-lH- 
imidazol-4-yl) -1-propanol 337521-72-9P, 2-Methyl-l- {6- (2- 

thienyl) -2-naphthyl] -1- (l-trityl-lH-irtddaiol-4-yl} -1-propanol 

337521-75-2? 337521-76-3?, 2-Me thyl-1- [6- (lH-1 , 2, 3- 

triazol-4-yl) -2-naphthyl) -1- (l-tri tyl-lH-imidazol-4-yl) -1-propanol 

337521-78-5?, 2-Methyl-l- [ 6- (IH-l, 2, 3, 4-tetrazol-5-yl) -2-naphthyl] - 

l-(l-trityi-lH-imidazol-4-yl) -1-propanol 337521-80-9? 

337521-82-1?, 2-Methyl-l- [ 6- (1, 3-oxazol-5-yl) -2-naphthyl] -1- (1- 

trityl-lH-imidazol-4-yl) -1-propanol 337521-83-2?, Methyl 

6- tl-hydroxy-2-methyl-l- (l-trityl-lH-imidazol-4-yl) propyl] -2-naphthoate 

337521- 85-4?, 6- [l-Hydroxy-2-aethyl-l- (l-trityl-lH-imidazol-4- 
yl) propyl] -N-methyl-2-naphthamide 337521-88-7?, 

6- tl-Hydroity-2-methyl-l- (l-tri tyl-lH-inddazol-4-yl) propyl] -N-mothoxy-2- 
naphthamide 337S21-92-3P, (Naphtho[2, 1-b] furan-7-yl) (l-tri tyl-lH- 
imidazol-4-yl) methanol 337521-93-4?, (Naphthot2, 1-b] furan-7- 
yl) (l-tri tyl-lH-imidazol-4-yl) ketone 337521-94-5?, 
(lH-Iiaidazol-4-yl) (naphtho[2, 1-b) furan-7-yl) ketone 337521-99-0?, 
(lH-Iaidazol-4-yl) (naphtho[2, 3-d) [1, 3]dioxol-6-yl] ketone 

337522- 06-2?, (Z, 3-Dihydro-lH-benzo[f ] chromen-B-yl) (1-trityl-lH- 
imidazol-4-yl) methanol 337522-07-3P, (2, 3-Dihydro-lH- 
benzo(f] chromen-8-yl) (l-trityl-lH-inidazol-4-yl) ketone 
337522-08-4?, (2, 3-Dihydro-lH-benzo(f] chronen-S-yl) (lH-imidazol-4- 
yDketone 337522-16-4?, (l,2-Dihydronaphtho[2, 1-b] furan-7-yl) (1- 
trityl-lH-imidazol-4-yl) methanol 337522-18-6?, 

(1, 2-Dihydronaphtho[2, 1-b] furan-7-yl) (l-trityl-lH-imidazol-4-yl) ketone 
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337522-19-7P, (1, 2-Dihydronaphtho[ 2, 1-b) furan-7-yl) (lH-iinidazol-4- 
yl) ketone 337522-26-6?, (2, 3-Dihydronaphtho(2, 3-b] furan-6-yl) (IH- 
iaidazol-4-yl) methanol 337522-27-7P, (2,3-0ihydronaphtho[2, 3- 
b]furan-6-yl) (lH-imidazol-4-yl) ketone 337522-28-BP, 

1- (2, 3-Dihydronaphtho[2, 3-b] furan-6-yl)-l- (lH-imidazol-4-yl) -2-methyl-l- 
propanol 337522-29-9P, 1- (l-Benzyloxyraethyl-lH-imidazol-4-yl) -1- 
(6, 7-dimethoxy-2-naphthyl) -2-methyl-l-propanol 337522-43-7P, 
H-Ethyl-6-tl-hydroxy-2-methyl-l- (l-tri tyl-lH-imidazol-4-yl) propyl] -2- 
naphthamide 337522-47-lp, 6- [l-Hydroxy-2-methyl-l- {l-trityl-lH- 
imidazol-4-yl) propyl] -N-propyl-2-naphthaniide 337S22-51-7?, 
6-[l-Hydroxy-2-methyl-l- (l-trityl-lH-imidazol-4-yl) propyl) -N-i30propyl-2- 
naphthamide 337522-55-lP, N-Butyl-6- [l-hydroxy-2-niethyl-l- (1- 
trityl-lH-imidazol-4-yl) propyl] -2-naphthamide 337522-59-5?, 
N-Cyclopropyl-6-ll-hydroity-2-methyl-l- (l-tri tyl- lH-imidazol-4-yl) propyl] -2- 
naphthaaide 337522-63-lP, N-Cyclobutyl-6- [ l-hydroxy-2-methyl-l- 
( l-tri tyl-lH-imidazol-4-yl) propyl] -2-naphthamide 337522-66-4?, 
N-CyclQpropylmethyl-6-[l-hydroxy-2-methyl-l- (l-trityl-lH-imida20l-4- 
yl) propyl] -2-naphChB!aide 337522-68-6?, N-Cyclopentyl-6-(l- 
hydroxy-2-methyl-l- (l-tri tyl-lH-iaida2ol-4-yl) propyl) -2-naphthamide 
337522-70-OP, N-Cyclohexyl-6- [ 1 -hydroKy-2-inethyl-l- { l-tri tyl-lH- 
imidazol-4-yl) propyl] -2-naphthanide 337522-73-3?, 

N-Cycloheptyl-6- t l-hydroxy-2-methyl-l- (l-tri tyl-lH-iBidazol-4-yl) propyl] -2- 
naphthamide 337522-75-5?, 6- (l-Hydros(y-2-iaethyl-l- (l-trityl-^H- 
iBlidazol-4-yl)propyl] -2-naphthamide 337522-78-8?, 

l-Chloro-6- tl-hydroxy-2-methyl-l- (l-trityl-lH-imidazol-4-yl) propyl] -2- 
naphthamide 337522-81-3?, 6- [ l-HydroKy-2-methyl-l- (1-trityl-lH- 
imidazQl-4-yl) propyl] -l-methyl-2-naphthamide 337522-65-7?, 

1- Chloro-6-[l-hydroxy-2-methyl-l- (l-trityl-lH-imidazol-4-yl) propyl] -N- 
raethyl-2-naphtharaide 337522-91-5P, 6- tl-Hydroxy-2-methyl-l- (1- 
trityl-lH-imidazol-4-yl) propyl] -N, l-dinethyl-2-naphthaiaide 

337522- 96-0?, 6- ( l-Hydroxy-2-methyl-l- (I-trityl-lH-inida2ol-4- 
yl) propyl] -N, 3-dimethyl-2-naphthamide 337523-01-0?, 

6- ll-Hydroxy-2-methyl-l- (l-trityl-lH-imidazol-4-yl) propyl) -3-methyl-2- 
naphthamide 337523-04-3P, 6- [l-Hydroxy-2-raethyl-l- (l-trityl-lH- 
iaidazol-4-yl) propyl] -N,N-dimethyl-2-naphthamide 337523-08-7?, 

2- Methyl-l- (6- (l-pyrrolidinylcarbonyl) -2-naphthyl] -1- (l-trityl-lH-imidazol- 
4-yl) -1-propanol 337523-14-5P, 6- [ l-Hydroxy-2-methyl-l- ( I-trityl- 
lH-imidarol-4-yl) propyl] -N- (1, 3-thi8Zol-2-yl) -2-naphthaaido 

337523- 18-9?, N-Ethoxy-6- [ l-hydroKy-2-raethyi-l- (1-trityl-lH- 
inida2ol-4-yl) propyl] -2-naphthBmide 337523-22-5?, 

6- (l-Hydroxy-2-Bethyl-l- (l-trityl-lH-imidazol-4-yl) propyl] -N-isopropoxy-2- 

naphthamide 337523-25-8?, N- (2-HydroKyethyl) -6- tl-hydroxy-2- 

methyl-l- (l-tri tyl-lH-imida2ol-4-yl) propyl] -2-naphthaoide 

337523-29-2?, Ethyl [ [6- ( l-hydroxy-Z-methyl-l- (l-trityl-lH- 

iBidazol-4-yl) propyl] -2-naphthoyl] amino] acetate 337523-34-9? 

337523-37-2? 337523-41-8P, 6- [ 1-Hydroxy-l- (1- tri tyl-lH- 

iBida2ol-4-yl) ethyl] -N-methyl-2-naphth8mido 337523-43-0?, 

6- (1-Hydroxy-l- (l-tri tyi-lH-imidazol-4-yl) -2-propenyl] -N-methyl-2- 

naphthamide 337523-45-2?, 6- [1-Hydroxy-l- (l-tri tyl-lH-imidazoi-4 - 

yl) propyl) -N-aethyl-2-naphthamide 337523-49-6P 

337523-53-2?, 6- tl-Hydroxy-1- (l-trityl-lH-iaidazol-4-yl) -3- 

butenyl] -N-methyl-2- naphthamide 337523-55-4?, 

6- (1-Hydroxy-l- (l-tri tyl-lH-iaidazol-4-yl) butyl] -N-Bethyl-2-naphthaaide 
337523-59-8?, 6- [ l-Hydroxy-3-nethyl-l- ( l-trityl-lH-iaidazol-4 - 
yl) butyl] -N-Bethyl-2-naphthanide 337523-69-0?, 

l-Chloro-6-[l-hydroxy-2-nethyl-l-(l-trityl-lH-iaidazol-4-yl) propyl] -2- 
naphthonitrile 337523-71-4?, l-t5-Chloro-6-[5-(tcinethylsiiyl) - 
lH-l,2,3-tria20l-4-yl)-2-naphthylJ-2-B«thyl-l-{l-trityl-lH-iaidazol-4-yl|- 
1-propanol 337523-73-6?, 1- (5-Chloro-6- (lH-1, 2, 3-triazol-4-yl) -2- 
naphthyl] -2-Bethyl-l- (l-trityl-lH-iaidazol-4-yl) -1-propanol 
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337523-70-lP, l-Chloro-6- [ l-hydroJty-2-methyl-l- (l-tri tyl-lH- 
imidazol-4-yl) propyl] -2-naphthaldehyde 337523-80-5?, 
l-t5-Chloro-6-(l,3-oxa2ol-5-yl) -2-naphthyl] -2-methyl-l- (l-tri tyl-lH- 
imidazol-4-yl) -1-propanol 337523-84-9P, 6-[l-Hydr0Ky-3-methyl-l- 
(l-trityl-lH-imidazol-4-yl)butyl]-2-naphChamide 337523-88-3?, 
6-(l-Hydroxy-3-methyl-l- ( l-tri tyl-lH-imidazol-4-yl) butyl] -2-naphthonitrile 
337S23-90-7P, 3-Hethyl-l- (6- [ 5- (triraethylsilyl) -lH-1, 2, 3-triazol-4- 
yl) -2-naphthyl] -1- (l-tri tyl-lH-iBidazol-4-yl) -1-butanol 
337523-92-9?, 3-Methyl-l- (6- (lH-1, 2, 3-triazol-4-yl) -2-naphthyl] -1- 
(l-trityl-lH-iraidazol-4-yl} -1-butanol 337523-96-3?, 

6- tl-Hydroxy-3-raethyl-l- (l-tri tyl-lH-imidazol-4-yl) butyl] -2-naphthaldehydo 
337523-98-5P, 3-Methyl-l- [6- (l,3-oxazol-5-yl) -2-naphthyl] -1- (1- 
trityl-lH-iBidazol-4-yl) -1-butanol 337524-02-4P, 

l-t6-(4,4-DimeChyl-4, 5-dihydro-l,3-oxaiol-2-yl) -2-naphthylJ -2-Bethyl-l- (1- 
trityl-lH-iiaidazol-4-yl) -1-propanol 337534-08-4? 

RL: RCT (Reactant); SPN (Synthetic preparation) ; PREP (Preparation)) RACT 
(Reactant or reagent) 

(intermediate; prepn. of imidazolyl naphthalenemethanol steroid C17-20 
lyase inhibitors for treatment of breast and prostate cancer) 
RN 247173-85-9 CAPLUS 

CN lH-Imidazole-4 -methanol, .alpha.- (6-hydroxy-2-naphthalenyl) -. alpha.- (1- 
methylethyl)-l-ttriphenylraethyl)- (9CI) (CA INDEX NAME) 



i-Pr 




CPh3 



RN 247174-16-9 CAPLUS 

CN lH-lBidazole-4-methanol, . alpha. - [6- { [ (1, l-diraethylethyDdimethylsilyl] oxy 
) -2-naphthalenyl] - . alpha. - (l-nethylethyl) -1- ( triphenylmethyl) - (9CI ) (CA 
INDEX NAME) 



i-Pr 




I CPh3 
Ke 



RN 247174-38-5 CAPLUS 

CN lH-lBidazole-4 -methanol, .alpha. - {6-brOBO-2-naphthalenyl) -. alpha. -{ 1- 
methylethyl)-l-(triphenylmethyl)- {9CI) (CA INDEX NAME) 



i-Pr 




CPh3 
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RH 2471H-39-6 CAPLUS 

CN lH-lBiidazole-4-iBethanol, .alpha. -(6-1 (diphenylmethylene) amino] -2- 

naphthalenyl) -. alpha. - (1-methylethyl) -1- (triphenylmethyl) - (9CI) (CA 
INDEX NAME) 



i-Pr 




CPh3 



RM 247174-41-0 CAPLUS 

CN Acetamide, M-[6-[l-hydroicy-2-m«thyl-l-[l- (triphenylmethyl) -lH-iiiiidazol-4 
yl]propyl]-2-naphthalcnyl]- (SCI) (CA IKDEX MAKE) 



i-Pc 




CPh3 

RN 336103-03-8 CAPLUS 

CN 2-Naphthalenecarboxamide, 6-{ (lS)-l-hydroxy-l-(lH-iiaidazol-4-yl)propyll-N- 
Bftthyl- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. Rotation (-). 




0 



RM 337520-93-1 CAPLUS 

CN Hethanesulf onic acid, tcifluoro-, 6-[l-hydroxy-2-methyl-l-(l- 

{ triphenylmethyl) -lH-iiaidazol-4-yl] propyl] -2-naphthalenyl ester (9CI) (CA 
INDEX NAME) 
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i-Pr 




0 



RN 337520-95-3 CAPLUS 

CN 2-Naphthalenecarbonitrilo, 6- [l-hydroKy-2-aethyl-l- [1- (triphenylmethyl) -IH- 
imidarol-4-ylJ propyl)- (SCI) (CA INDEX MAKE) 



i-Pr 




CPh3 

RN 337520-97-5 CAPLUS 

CN 2-Naphthalenecarbonitriie, 6-( l-hydrcxy-l- (lH-iBidazol-4-yl) -2- 
methylpropylj- {9CI) (CA INDEX NAME) 




RN 337520-99-7 CAPLUS 

CN lH-Imidazole-4-methanol, . alpha. -[5-chloro-6-[ { (1. 1- 

dimethylethyDdinethylsilyl] oxy] -2-naphthalenyl] -.alpha. - (l-methylethyl) -1- 
( triphenylmethyl)- (9CI) (CA INDEX NAME) 



i-Fr 




RN 337521-03-6 CAPLUS 

CN lH-Iiaidazole-4 -methanol, . alpha. - (5-chloro-6-hydroxy-2-naphthalenyl) - 
.alpha.- (1-methylethyl) -1- (triphenylmethyl)- (9CI) (CA INDEX NAME) 
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i-Pr 




RN 337521-05-8 CAPLUS 

CN Kethanesulfonic acid, trifluoro-, l-chloro-6-[l-hydroxy-2-methyl-l-[l- 

(triphenylmethyl) -lH-imidazol-4-yl]propyl] -2-naphthalenyl eater (9CI) (CA 
INDEX NAME) 
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i-Pr 




RN 337S21-14-9 CAPLUS 

CN Hethanesulf onic acid, trifluoro-, 6-(l-hydroxy-2-methyl-l-(l- 

(triphenylmethyl) -lH-inidazol-4-yl] propyl] -l-methyl-2-naphthalenyl ester 
(9CI) (CA INDEX NAME) 



i-Pr 




RN 337521-07-0 CAPLUS 

CN 2-NaphthalenecarbQxylic acid, l-chloro-6-( l-hydroxy-2-methyl-l- [1- 

(triphenylmethyl) -lH-iBidazol-4-yl)propyl] -, methyl ester (9CI) (CA INDEX 
NAME) 



i-Pr 




RN 337521-09-2 CAPLUS 

CN lH-Imida2ole-4-methanol, . alpha. -[6-[t (1, 1-dimothylethyl) dimethylsilyl) oxy 
) -5-methyl-2-naphthalenylJ -.alpha. - (l-methylethyl) -1- (triphenylmethyl) - 
(9CI) (CA INDEX NAME) 



i-Pc 




RN 337521-12-7 CAPLUS 

CN lH-Iaidazole-4-methanol, , alpha. - (6-hydroxy-5-aethyl-2-naphthalenyl) - 
. alpha. -(l-raethylethyl)-l-( triphenylmethyl)- (SCI) (CA INDEX NAME) 



i-Pr 




RN 337521-16-1 CAPLUS 

CN 2-Naphthalenecarboxylic acid, 6-tl-hydro)ty-2-methyl-l-tl- (triphenylmethyl) - 
lH-imidazcl-4 -yl] propyl] -1-nethyl-, methyl ester (9CI) (CA INDEX NAME) 



i-Pr 




RN 337521-18-3 CAPLUS 

CN lH-Imidazole-4 -methanol, .alpha.-[6-{ ( (1, 1-dimethylethyl) dimethylsilyl] oxy 
] -7-methyl-2-naphthalenyl] alpha. -(1-methylethyl) -1- (triphenylmethyl) - 
(SCI) (CA INDEX NAME) 



i-Pr 




I CPh3 
Me 



RN 337521-22-9 CAPLUS 

CN lH-lBidazolB-4-oethanol, .alpha. - (6-hydrOKy-7-Bethyl-2-naphthalenyl) - 
. alpha. -( 1-methylethyl) triphenylmethyl)- {9C1) (CA INDEX NAME) 
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i-Pr 




CPh3 



Wl 337521-24-1 CAPLUS 

CH Hethanesulfonic acid, trifluoro-, 6- [l-hydroxy-2-laethyl-l-[l- 
(t^iphenyllnethyl) -lH-iniida201-4-yl]propyl] -3-methyl-2-naphthalBnyi ester 
(9CI) (CA INDEX NAM£) 



L4 ANSWER 8 OP 33 CAPLUS COPYRIGHT 2003 ACS (Continued) 



O 




I CPh3 
He 



RN 337S21-33-2 CAPLUS 

CN Methanone, (6-hydroicy-2-naphthalenyl) [1- (ttiphenylraethyl) -lH-imidazol-4- 
ylj- (9CI) (CA INDEX NAME) 



Me 

O 
II 

F3C-S-0 

II 
0 



i-Pr 

I .N. 
C- 



CPh3 



RN 337521-26-3 CAPLUS 

CN 2-Naphthalenecarhoxylic acid, 6- [l-hydcoKy-2-inethyl-l- [1- (triphenylmethyl) ■ 
lH-iiftidazol-4-yl] propyl] -3-inethyl-, methyl ester (9CI) (CA INDEX NAME) 



i-Pr 



He 



MeO-C 

II 
0 



1^ 




,N, 



OH 



CPh3 



RH 337521-28-5 CAPLUS 

CN IH- Imidazole -4 -methanol, . alpha. - (6- [ [ (1, 1-diroethylethyl) dimethylsilyl] oxy 
)-2-naphthalenyl]-l-(triphenylBethyi)- (9CI) (CA INDEX NAME) 



OH 



He 



I 

t-Du- Si-0 
I 

He 



CPh3 



RN 3376Z1-31-0 CAPLUS 

CN Methanone, [6-[[ (1, l-dimethylethyl)diiaethyl3ilyl]oxy] -2-naphthalenyl] [1- 
(triphenylmethyl)-lH-imidazol-4-yl]- (9CI) (CA INDEX NAME) 



HO 




^N 



\ 



CPh3 



RN 337521-35-4 CAPLUS 

CN Hethanesulfonic acid, trifluoro-, 6-t(l-(triphenyliBBthyl)-lH-iiaidazol-4- 
yl]carbonyl]-2-naphthalenyl eater (9CI) (CA INDEX NAME) 



0 

II 

F3C-S-O' 

II 
0 




II 

^N 

\ 



CPh3 



RN 337521-37-6 CAPLUS 

CN 2-Haphthalcnecarboitylic acid, 6-( [ 1- (triphenyloethyl) -lH-iiaida2ol-4- 
yljcarbonyl] -, methyl ester (9CI) (CA INDEX NAME) 



HeO-C 



CPh3 



RN 337521-39-8 CAPLUS 

CN 2-Haphthalenecarboxandde, N-iaBthyl-6-( [1- (triphenylnethyl) -lH-imidazol-4 ■ 
yljcarbonyl]- (9CI) (CA INDEX NAME) 
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0 



MeNH-C 




|j CPh3 
0 



RN 337521-47-8 CAPLUS 

CN lH-Imidazole-4-methanol, . alpha. - {6- [ [ (1, l-dimethylethyDdimethylsilyl] oity 
] -2-naphthaleryl) -. alpha.- (2-Bflthylpropyl) -1- (triphenylmethyl) - (9CI) (CA 
INDEX NAME) 



L4 ANSWER 8 OF 33 CAPLUS COPYRIGHT 2003 ACS (Continued) 



i-Bu 




0 



RN 337521-57-0 CAPLUS 

CN l-Naphthalenecarboxamide, 6-[l-hydroxy-l-(lH-iiaidazol-4-yl) -2- 
nethylpropyl]-2-methoxy-N-inethyl- (9CI) (CA INDEX NAME) 



i-Bu 




CPh3 



He 



RN 337521-S1-4 CAPLUS 

CN lH-Iiaidazole-4-Bethanol, .alpha. - (6-hydroxy-2-naphthalenyl) -.alpha. - (2 
aethylpropyl)-l-(triphenylnethyl)- (9CI) (CA INDEX NAME) 



i-Bu 




CPh3 

RN 337521-53-6 CAPLUS 

CN Hethanesulfonic acid, trifluoro-, 6-tl-hydro>tY-3-aethyl-l-[l- 

(triphenylnethyl) -lH-inldazol-4-yl] butyl] -2-naphthaienyl ester (9CI} (CA 
INDEX NAME) 



i-Bu 




0 



RN 337521-55-a CAPLUS 

CN 2-NaphChalenecarboxylic acid, 6-(l-hydroxy-3-Bethyl-l- [1- (triphenyloethyl) - 
lH-iDidazol-4-yl]butyl}-, methyl eater (9CI) (CA INDEX NAME) 



0 



II 

C-NHHe 




RN 337521-58-1 CAPLUS 

CN l-Naphthalenecarboxanide, 6-{l-hydroxy-2-Bethyl-l-(l- (triphenylmethyl) -IH- 
iaida20l-4-yl] propyl] -2-methoxy-N-raethyl- (9CI) (CA INDEX NAME) 



i-Pr 




RN 337521-60-5 CAPLUS 

CN l-Haphthalenecarboxaaide, 2-hvdroxy-6-[l-hydroxy-l- {lH-iBidazol-4-yl) -2- 
mathylpropyl] -N-aethyl- (9CI) (CA INDEX NAME) 




C- NHHe 

il 



RN 337521-61-6 CAPLUS 

CN 1-Naphthalenecarboicaiaide, 2-hydroxy-6-tl-hydroxy-2-Rethyl-l-tl- 
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(triphenylEiethyl) -lH-iiiiidazol-4-yl)pcopyl] -N-nethyl- (9CI) (CA INDEX 
NAME) 



i-Pr 




RK 337521-62-7 CAPLUS 

CN l-Naphthalenecarboxamide, 6- (l-hydro>ty-l- (lH-iBiidazol-4-yl> -2 
methylpropyl]-N-methyl- (9CI) (CA INDEX NAME) 



0 

II 



C-NHHe 




RN 337521-63-8 CAPLUS 

CN Hethanesulfonic acid, trifluoro-, 6- [1-hydroxy-l- (lH-iiaidazol-4-yl) -2- 
Biethylpropyl]-l-( (iBethylaiaino)carbonyl] -2-naphthalenyl ester (9CI) (CA 
INDEX NAME) 



0 




RN 337521-64-9 CAPLUS 

CN 1-Naphthalenecarboxamide, 6-(l-hydroKy-2-raethyl-l- [1- (triphenylmethyl) -IH- 
inddazol-4-yllpropyl]-N-iaethyl- OCI) (CA INDEX NAME) 
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i-Pr 




RN 337521-67-2 CAPLUS 

CN lH-Iinidazole-4-Bethanol, . alpha. - (1-oethylethyl) - . alpha. - (6-phenyl-2- 
ftaphthalenyl)-l-(triphenylBethyl)- (9CI| (CA INDEX NAME) 



i-Pr 




CPh3 



RN 337521-69-4 CAPLUS 

CN lH-Iiaidazole-4-iBett»anol, .alpha. -[6- (2-furanyl) -2-naphthalenyl] -.alpha. - (1- 
nethylethyl)-l-(triphenylEiet)iyl)- (9CI) (CA INDEX NAME) 



i-Pc 




CPh3 



RN 337521-72-9 CAPLUS 

CN lH-Iniidazole-4-inethanol, .alpha. - (1-methylcthyl) - . alpha. -{6- (2-thienyl) -2 
naphthalenyl]-l-(triphenyloethyl)- OCI) (CA INDEX NAME) 



i-Pr 




CN lH-Iiaidazole-4-«ethanol, . alpha. - (1-methylethyl) - . alpha. - [6- (S- 
(triraethyisilyl) -lH-1, 2, 3-triazol-4-yl] -2-naphthalenyl] -1- 
(triphenylmethyl)- (9CI) (CA INDEX NAME) 
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i-Pr 




SiKe3 



RN 337521-76-3 CAPLUS 

CN lH-Imidazole-4 -methanol, . alpha. - (1-methylethyl) -. alpha. - [6- (lH-1, 2, 3- 

triazol-4-yi) -2-naphthalenyl] -1- (triphenylmethyl)- (9CI) (CA INDEX NAME) 



i-Pr 




RN 337S21-78-5 CAPLUS 

CN lH-Imidazole-4 -methanol. . alpha. - (1-methylethyl) - . alpha. - [6- (lH-tetrazol-5 
yl) -2-naphthalenyl] -l-(triphenylnethyl)- {9CI} (CA INDEX NAME) 



i-Pr 




N — N CPh3 



RN 337521-80-9 CAPLUS 

CN lH-Iaidazole-4-nethanol, . alpha. - (1-methylethyl) -1- (triphenylmethyl) - 
- alpha. - [6- [1- (triphenylmethyl) -lH-pyraiol-4-yl] -2-naphthalenyl] - (9CI) 
(CA INDSt NAME) 



i-Pr 




Ph3C 

RN 337521-82-1 CAPLUS 

CN lH-Iaid8Zole-4-nethanol, . alpha. - (l-methylethyl) -.alpha. - [6- (5-oxazolyl) -2- 
naphthalenyl]-l-{triphenylnathyl)- (9CI) (CA INDEX NAME) 
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i-Pr 




RN 337521-83-2 CAPLUS 

CN 2-Naphthalenecarboxylic acid, 6- [l-hydroxy-2-mothyl-l-tl- (triphenylmethyl) - 
lH-iinidazol-4-yl] propyl]-, methyl ester (9C:) (CA INDEX NAME) 



i-Pr 




0 



RN 337S21-B5-4 CAPLUS 

CN 2-Naphthalenecarboxamide, 6- tl-hydroxy-2-methyl-l-( 1- (triphenylmethyl) -IH- 
imidazol-4-yl] propyl) -H-methyl- (9CI) (CA INDEX NAME) 



i-Pr 



HCNH-C 




II CPh3 
0 

RN 337521-88-7 CAPLUS 

CN 2-Naphthalenecarboiiamide, 6- ( l-hydroxy-2-iaethyi-l-tl- (triphenylmethyl) -IH- 
iBidazol-4 -yl] propyl] -N-methoxy- (9CI) (CA INDEX NAME) 



i-Pr 



HeO- NH- 




II CPh3 
0 

RN 337521-92-3 CAPLUS 

CN lH-Imidazol«-4-nathanol, . alpha. -naphtho(2, l-b) furan-7-yl-l- 
(triphenylmethyl)- (9CI) (CA INDEX NAME) 
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(Continued) 



OH 



CPh3 
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CPh3 



RN 337521-93-4 CAPLUS ^ 337522-0T-3 CAPLUS 

CN Methanone, naphtho(2, 1-bJ furan-T-yltl- (triphenylmethyl) -lH-imidatol-4-yl] - CN Methanone. (2, 3-dihydro-lH-naphtho[2,l-bJpycan-8-yl) [l-(triphenylmethyl) ■ 

(9CII (CA INDEX NAME) lH-inidazol-4-yl} - (9C1) {CA IKDEX NAME) 




CPh3 




CPh3 



RN 331521-91-5 CAPLUS 

CN Methanone, lH-iiiiidazol-4-ylnaphtho[2, 1-b] furan-7-yl- 
NAHE) 



(9CI) {CA INDEX 



WJ 337522-08-4 CAPLUS 

CN Methanone, (2, 3-dihydro-lH-naphtho[2, 1-b] pyran-fl-yl) -lH-iiBidazol-4-yl- 
(9CI) (CA INDEX NAME) 





RN 337521-99-0 CAPLUS 

CN Methanone, lH-iiaidazol-4-ylnaphtho[2, 3-d] -1, 3-dio«ol-6-yl- 
INDEX NAME) 



(9CI) (CA 



RN 337522-16-4 CAPLUS 

CN lH-Iinidazole-4-methanol, . alpha. - (1, 2-dihydronaphtho[2, 1-b) furan-7-yl) -1- 
(triphenylioethyl)- (9CI) (CA INDEX NAME) 




RN 337522-06-2 CAPLUS 

CN lH-Iniidazole-4 -methanol, .alpha. - (2, 3-dihydro-lH-naphthot2, 1-b] pyran-8-yl) 
l-(triphenylmethyl)- {9CI) (CA INDEX NAME) 




CPh3 



RN 337522-18-6 CAPLUS 

CN Methanone, (1, 2-dihydronaphtho(2, 1-b] fucan-7-yl) [ 1- (triphenyliaethyl) -IH- 
imidaiol-4-yl]- (9CI) (CA INDEX NAME) 
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0 




RN 337522-19-7 CAPLUS 

CN Methanone, (1, 2-dihydronaphtho[2, l-b] furan-7-yi) -lH-iiaidazol-4-yl- OCI) 
(CA INDEX NAME) 




RN 337522-26-6 CAPLUS 

CN lH-Iiaidazole-4 -methanol, .alpha. - (2, 3-dihydronaphtho[2, 3-bl furan-6-yl)- 
(9CI) (CA INDEX NAME) 




RN 337522-27-7 CAPLUS 

CN Methanone, (2, 3-dihydronaphthot2, 3-b) furan-6-yl)-lH-imdazol-4-yl- (9CI) 
(CA INDEX NAME) 



L4 ANSifER 8 OF 33 CAPLUS COPYRIGHT 2003 ACS (Continued) 
RN 337522-29-9 CAPLUS 

CN lH-Iniidazole-4 -methanol, . alpha. - (6, 7-dimethoify-2-naphthalenyl) -. alpha. - (1- 
methyiethyl)-l-t (phenylraethoxy) methyl]- (9CI) (CA INDEX NAME) 



i-Pr 




CH2-0-CH2-Ph 



RN 337522-43-7 CAPLUS 

CN 2-Naphthalenecacboxaraide, N-ethyl-6-[l-hydroKy-2-methyl-l-tl- 

( triphenyliaethyl) -lH-iaidazol-4-yl] propyl]- (9CI) (CA INDEX NAME) 



i-Pc 



EtNH 




II CPh3 
0 



RN 337522-47-1 CAPLUS 

CN 2-NaphthalenecacboKamide, 6-(l-hytlroxy-2-nethyl-l-{l- (tciphenylnethyl) -IH- 
iitiidazol-4-yl] propyl] -N-propyl- (9CI) (CA INDEX NAME) 



i-Pr 




II CPh3 
0 




RN 337522-28-8 CAPLUS 

CN lH-lEd.dazole-4-Dttthanol, .alpha. • (2, 3-dihydronaphtho[2, 3-b] furan-6-yl) - 
.alpha.- (1-methylothyl)- (9CI) (CA INDEX NAME) 




RN 337522-51-7 CAPLUS 

CN 2-Naphthalenecarboxaaide, 6-[l-hydroxy-2-Bethyl-l-(l- (triphenyloethyl) -IH' 
iiaidazol-4-yl] propyl] -N-d-methylethyl)- (9C1) (CA INDEX NAME) 



i-Pr 



i-PrNH- 




II CPh3 
O 



RN 337522-55-1 CAPLUS 

CN 2-NaphthalenecarbOKaBddB, H-butyl-6- (l-hydroJcy-2-oethyl-l- ti- 
lt riphenylnethyl) -IH-inidazol- 4 -yl J propyl] - {9CI) (CA IKDB( NAME) 
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i-Pr 



n-BuNH- 




RN 337522-59-5 CAPLUS 

CN 2-Naphthalenecacboxaiaicle, N-cyclopropyl-6-[l-hydroxy-2-inethyl-l-(l 
(triphenylBethyl)-lH-inidazol-<-yl] propyl] - OCI) (CA INDEX NAME) 



i-Pc 




CPh3 

RN 337S22-63-1 CAPLUS 

CN 2'NaphtSalenecacboxaaide, N-cyclobut;yl-6- [ l-hydroKy-2-inethyl-l- ( 1- 
(triphenylBiethyl)-lH-imidazol-l-yl} propyl]- (9CI) (CA INDEX NAME) 



i-Pr 




NH CPh3 

d 

RN 33TS22-66-4 CAPLUS 

CN 2-Naphthalcnecarboxamide, N- (cycloprcpylnethyl) -6-[l-hydrojcy-2-methyl-l- [1- 
(triphenyliBethyl|-lH-iiaida2ol-4-yl]prapyll- (9CI| (CA INDEX NAME) 



i-Pc 




CPh3 

RN 337522-6B-6 CAPLUS 

CN 2-NaphChalenecarboxanide, N-cyclopentyl-6-[l-hydroxy-2-inBthyl-l- [1 
(triphenylmethyl)-lH-iiaidazol-4-yllpropyl]- (9CI) (CA INDEX NAME) 



14 ANSWER 8 OF 33 CAPLUS COPYRIGHT 2003 ACS (Continued) 



i-Pr 




CPh3 

RN 337522-70-0 CAPLUS 

CN 2-Naphthalenecarboxamide, N-cycloheKyl-6-(l-hydroxy-2-raethyl-l-Il- 
(triphenylaethyl)-lH-inidazol-4-yl) propyl]- (9CI) (CA INDEX NAME) 



CPh3 

RN 337522-73-3 CAPLUS 

CN 2-Naphthalenecarboxaaide, N-cycloheptyl-6- [l-hydroxy-2-methyl-l-(l 
(triphenyliiiethyl)-lH-iaidazol-4-yl] propyl]- (9CI) (CA INDEX NAME) 



i-Pr 




RN 337S22-75-5 CAPLUS 

CN 2-Naphthalenecarboxaiiiide, 6- [l-hydroi{y-2-methyl-l-[l- (triphenylmethyl) -IH 
iiaida2ol-4-yl] propyl]- OCI) (CA INDEX NAME) 



i-Pr 




CPh3 



0 



RN 337522-7B-8 CAPLUS 

CN 2-NaphthalenecarboxaiiLide, l-chloro-6-[l-hydroxy-2-iBethyl-l-[l- 

(tciphenylmethyl) -lH-imidazol-4-yl]propyl]- (9CI) (CA INDEX NAME) 



L4 ANSWER 3 OF 33 CAPLUS COPYRIGHT 2003 ACS (Continued) 



i-Pr 




RN 337522-81-3 CAPLUS 

CN 2-Naphthalenecacboxaaide, 6-(l-hydroxy-2-methyl-l-[l- (triphenylmethyl) -IH- 
iBiidazol-4-yl] propyl] -1-methyl- (9CI) (CA INDEX NAME) 



i-Pr 




RN 337522-B5-7 CAPLUS 

CN 2-Naphthalenecarboxaaide, l-chloco-6-Cl-hydrO!:y-2-methyl-l-[l- 

(triphenyliBethyl)-lH-iiaidazol-4-yl] propyl) -N-iaethyl- (9CI) (CA INDEX 
NAME) 



i-Pr 



HeNH- 




RN 337522-91-5 CAPLUS 

CN 2-Naphthalenecarboxaiiu.de, 6- [l-hydroxy-2-methyl-l- (1- (triphenylmethyl) -IH- 
iiaidazoi-4-yl]propyl}-N, 1-diaethyl- (9CI) {CA INDEX NAME) 



L4 ANSWER S OF 33 CAPLUS COPYRIGHT 2003 ACS (Continued) 



i-Pr 



MeNH 




II CPh3 
0 

RN 337523-01-0 CAPLUS 

CN 2-Naphthalenecarboxaaide, 6- [l-hydroxy-2-iiiethyl-l- [1- ( triphenylnethyl) -IH- 
iaidazol-4-yl] propyl] -3-methyl- (9CI) (CA INDEX NAME) 



i-Pr 




RN 337523-04-3 CAPLUS 

CN 2-Naphthalenecarboxaaide, 6- [ l-hydroxy-2-nethyl-l- [1- (triphenyinathyl) -IH- 
iiiiidazol-4-yl] propyl] -N,N-diraethyl- (9CI) (CA INDEX NAME) 



i-Pr 




0 



RN 337523-08-7 CAPLUS 

CN pyrrolidine, 1- [ [6- [l-hydroxy-2-(Bethyl-l-[l- (triphenyloethyl) -IH-iaidaiol- 
4-yl]propyl]>2-naphthalenyl]carbonyl]- (9CI} (CA INDEX NAME] 



i-Pr 



MeNH- 




RK 337S22-96-0 CAPLUS 

CN 2-Naphthalenecarboxaaide, 6- [l-hydroxy-2-Bethyl-l- (1- ( triphanyloethyl) -IH' 
iaidazol-4-yl]propyl]-N, 3-dinethyl- (9CI} (CA INDEX MAKE) 



i-Pr 




CPh3 

RN 337523-14-5 CAPLUS 

CN 2-Naphthalenecarboxaiaide, 6-[l-hydroxy-2-Biethyl-l-fl - (triphanyloethyl) - IH- 
iiudazol-4-yl] propyl] -N-2-thiazolyl- (9CI) (CA INDEX NAME) 
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i-Pr 



(Continued) 



^^NH-C-^^X^ OH 



CPh3 



UN 337523-18-9 CAPLUS . , , „ 

CN 2-Maphthalenecarboxai(iide, N-ethoxy-6-[l-hydrOKy-2-methyl-l-[l- 

(triphenyli»ethyi)-lH-it=ddazol-4-yl]prropyl]- (9Cn (CA INDEX NAHE) 



i-Pc 



EtO-NH-C 



CPh3 



RN 331523-22-5 CAPLUS , , „ , . v , iu 

CN 2-Naphthalenecarboxamide, 6- (l-hydroxy-2-methyl-l- [1- (tnphenyliaethyl) -IH- 
iaidazol-4-yl]propyl)-N-(l-niethylethoxy)- (9CI) (CA INDEX NAME) 



i-Pr 



i-PrO-NH-? 




OH \^ 



CPh3 



RN 337523-25-8 CAPLUS u , i r-i 

CN 2-MaphthalenecarboKaniide, N- (2-hydroxyethyl) -6- [l-hydroxy-Z-methyl-l- (1- 
{triphenylmethyl)-lH-iaidaZGl-4-yll propyl)- OCI) (CA INDEX NAME) 



L4 ANSWER 8 OF 33 CAPLUS COPYRIGKT 2003 ACS (Continued) 



i-Pr 
I 



EtO-|j-CH2-NH-C 
0 0 



\ 



CPh3 



RN 337523-34-9 CAPLUS ^ ... , . 

CN L-Alanine, N- ( [6- (l-hydroxy-2-Bethyl-l- (1- (triphenylnethyl -lH-i«^^^ 

yl] propyl] -2-naphthalenyl]carbonyl]-, methyl ester (9CI) (CA INDEX NAKE) 

Absolute stereochemistry. 



i-Pr 



KeO 




CPh3 



RN 337523-37-2 CAPLUS . . 

CN D-Alanine, N- [ [6- (l-hydroxy-2-oethyl-l- [ 1- (triphenylmethyl) -lH-iinidazol-4- 
yl] propyl] -2-naphthalenyl]carboftyll-, methyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



i-Pr 



MeO 




CPh3 



HO-CH2-CH2-NH-C 
0 




CPh3 



RN 337523-29-2 CAPLUS 

CN Glycine, N-( [6- [l-hydroxy-2-iBethyl-l- [1- (triphenylmethyl) -lH-iiiadazol-4- 
yl] propyl] - 



-2-naphthalenyl}carbonyl]-, ethyl ester (9CI) (CA INDEX NAME) 



RN 337523-41-8 CAPLUS . . 

CN 2-Naphthalenecarboxamide, 6- tl-hydrOJty-l-[l- (triphenylmethyl) -IH-imidazol- 
4-yl] ethyl] -N-methyl- (9CI) {CA INDEX NAME) 



HeNH- 




CPh3 



L4 ANSWER 8 OF 33 CAPLUS COPYRIGHT 2003 ACS (Continued) 
RN 337523-43-0 CAPLUS 

CN 2-Naphthalenecarboxamide, 6-tl-hydroxy-l-[l- Itriphenylmethyl) -IH-imidazol- 
4-yl]-2-propenyll-N-methyl- (9C1) (CA INDEX NAME) 



MeNH-C 

II 
0 




/T-N 

V 



CPh3 



"■5^ — C-CH=CH2 



OH 



RN 337523-45-2 CAPLUS 

CN 2-Naphthalenecarboxamide, 6-[l-hydroxy-l-[l-(triphenylmethyl) -IH-imidazol- 
4 -yl] propyl] -N-methyl- (9CI) (CA INDEX NAME) 



Et 



HeNH-C 

II 
0 



CPh3 



RN 337523-49-6 CAPLUS 

CN 2-Naphthalenecarboxamide, 6- Icyclopropylhydroxy[l- (triphenylmethyl) -IH- 
imidazol-4-yll methyl] -N-aethyl- (SCI) |CA INDEX NAME) 



HeNH-C 



CPh3 



RN 337523-53-2 CAPLUS 

CN 2-Naphthalenocarboxamide, 6-tl-hydroxy-l-(l-(triphenylmethyl)-lH-inidazol- 
4-yl]-3-butenyl)-N-nethyl- (9CI) (CA INDEX NAME) 



CH2-CH=CH2 



MeNH-C 

II 
0 




CPh3 



L4 ANSWER 8 OF 33 CAPLUS COPYRIGHT 2003 ACS (Continued) 

RN 337523-55-4 CAPLUS i 
CN 2-Naphthalenecarboxandde, 6- [1-hydroxy-l-tl- (triphenylmethyl) -IH-imidazol- 
4-yl)butyl]-N-roethyl- (9CI) (CA INDEX NAME) 



n-Pr 



HeNH- 



CPh3 



RN 337523-59-B CAPLUS „ , - . , .t. ,v i« 

CN 2-Naphthalenecarboxamide, 6- [l-hydroxy-3-methyl-l- [1- (triphenylmethyl) -IH- 

imidazol-4-yl] butyl] -N-methyl- (9CI) (CA INDEX NAME) 



i-Bu 




CPh3 



RN 337523-69-0 CAPLUS 

CN 2-NaphthalenecarbQnitEile, l-chloro-6- [l-hydroxy-2-methyl-l- [1- 

(triphenylmethyl)-lH-imidaiol-4-yll propyl)- (9CI) (CA INDEX NAME) 



i-Pr 




CPh3 



RN 337S23-71-4 CAPLUS . 

CN lH-lmidazole-4-methanol, . alpha. -tS-chloro-6-tS- (trimethylsilyl)-lH-l, 2.3- 
triaiol-4-yl) -2-naphthalenyl) - . alpha. - (1-mcthylethyl) -1- (triphenylmethyl) - 
(9CI) (CA INDEX NAME) 



SiHe3 



i-Pr 




CPh3 



RN 337523-73-6 CAPLUS , . , 

CN lH-Iaidazole-4-Bethanol, . alpha . - [5-chloro-6- (lH-1 . 2, 3-triazol-4 -yl) -2- 
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naphthalenyl) -.alpha. -(l-oothylethyl) -1- (tciphenylmethylj - (9CI) {CA 
INDEX NAME) 



i-Pr 




RN 337S23-7B-1 CAPLUS 

CM 2-Naphthalenecarboxalelehyde, l-chloro-6- (I-hydroxy-2-Bethyl-l- [1- 
(triphenyliaethyl|-lH-iiaida2ol-4-yl)propyl]- (9CI) (CA INDEX NAME) 



i-Pr 




RN 337S23-80-S CAPLUS 

CN IH-Inidazole-4-methafiol, . alpha. -[5-chloco-6- (5-oxazolyl) -2-naphthalenyl] - 
. alpha. -(l-raethylethyl)-l-(triphenylnethyl)- (SCI) (CA INDEX NAME) 



i-Pr 




L4 ANSWER 8 OF" 33 CAPLUS COPYRIGHT 2003 ACS (Continued) 

CN 2-Naphthalcnecacbonitrile, 6- (l-hydrQxy-3-methyl-l- [1- (triphenylmethyl) -IH- 
inidazol-l-yl) butyl)- (9CI) (CA INDEX NAME) 



i-Bu 




CPh3 

RN 337S23-90-7 CAPLUS 

CN lH-Iiaidazole-4-methanol, .alpha.- (2-jaethylpcopyl) -. alpha. -[6-[5- 
Itrinethylsilyl) -lH-l,2,3-triazol-4-yl}-2-naphthalenyl] -1- 
Itciphenylnethyl)- OCI) (CA INDEX NAME) 



i-flvi 




SiMe3 



RN 337523-92-9 CAPLUS 

CN lH-Imidazole-4 -methanol, . alpha. - {2-(aethylpcopyl) alpha. - [6- (lH-1, 2, 3- 
triazol-4-yl)-2-naphthalenyl]-l-(triphenylBethyl)- (9CI) (CA INDEX NAME) 



i-Bu 




RN 337523-84-9 CAPLUS 

CN 2-Naphthalenecarboxamide, 6-{l-hydroKy-3-iaethyl-l-(l- (triphenylmethyl) - IH- 
imidazol-4 -yl] butyl] - (9CI) (CA INDEX NAME) 



i-Bu 




RN 337523-88-3 CAPLUS 



RN 337523-96-3 CAPLUS 

CN 2-Naphthalenecarboxaldehyde, 6-{l-hydroKy-3-raethyl-l-tl- (cciphenylmethyl) - 
lH-iroidazol-4-yl] butyl)- (9CI) (CA INDEX NAME) 



i-Bu 




CPh3 

RN 337523-98-5 CAPLUS 

CN lH-Imidazole-4 -methanol, . alpha.- (2-inethylpcopyl) -.alpha. -[6- (5-oxazolyl) - 
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2-naphthalflnyl]-l- (triphenylmethyl)- (9CI) (CA INDEX NAME) 



i-Bu 




RN 337524-02-4 CAPLUS 

CN lH-Iinidazole-4 -methanol, .alpha.- [6- (4,5-dihydro-4, 4-diinethyl-2-oxazolyl) - 
2-naphthalenyl] -.alpha.- (1-methylethyl) -1- (triphenylmethyl) - (9CI) (CA 
INDEX NAME) 



i-Pr 




RN 337534-08-4 CAPLUS 

CN lH-Iaida2ole-4 -methanol, . alpha. - (6, 7-dimethoxy- 2-naphthalenyl) -.alpha. - (1- 
methylethyl) -, (-)-, compd. with (4R) -2-hydroxy-5, 5-dimethyl-4-phenyl- 
1, 3,2-dioxaph09phorinane 2-axide (1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 336102-55-7 
CMF C19 H22 N2 03 

Absolute stereochemistry. Rotation (-} . 
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He 




IT 337a2i-96-7P, 1- ( lH-Imidazol-4 -yl) -I- [naphtho [2, 3-d] [1, 3]dioxol-6- 
yl)-2-methyl-l-propanol 337522-45-9P, 6- [1-Hydroxy-l- (IH- 
imidazol-4-yl) -2-Bethylpropyl) -N-propyl-2-naphthaniide 337522-»4-a» 
, 6- 1 1-Hydroxy-l- (lH-iraidazol-4-yl) -2-inothylpropyl) -N, 3-dimethyl-2- 
naphthamide 337523-27-OP, Ethyl { [6- (l-hydroxy-l- (lH-imidazol-4- 
yl) -2-methylpropyl] -2-naphthoyl] amino) acetate 337S23-39-4P, 
6- (l-Hydroxy-l- (lH-im.dazol-4-yl) ethyl] -N-methyl-2-naphthanide 
337523-51-OP, 6- [1-Hydroxy-l- (lH-imida2ol-4-yl) butyll -N-methyl-2- 
naphthamide 337523-67-8P, l-{S-Chloro-6- {lK-l,2,3-triazol-4-yl) - 
2-naphthyl] -1- (lH-imidazol-4-yl) -2-methyl-l-propanol 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified) » RCT (Reactant)) SPN (Synthetic preparation) » THU 
(Therapeutic use) » BIOL (Biological study); PREP (Preparation); RACT 
(Reactant or reagent) t USES (Uses) 

(prepn. of imidazolyl naphthalenemethanol steroid C17-20 lyase 
inhibitors for treatment of breast and prostate cancer) 
RN 337S21-96-7 CAPLUS 

CN lH-Imidazole-4-methanol, . alpha. - (1-methylethyl) -. alpha. -naphtho[2, 3-d] - 
l,3-dioxol-6-yl- (9CI) (CA INDEX NAME) 




H«0. 



HeO 



i-Pr 



OH H 




CH 2 

CRN 98674-80-7 
CHF Cll HIS 04 P 



RN 337522-45-9 CAPLUS 

CN 2-Naphthalanecarboxanide, 6- [ 1-hydroxy-l- (lH-iiaidazol-4-yl) -2- 
mothylpropyl]-N-propyl- (9C1) (CA INDEX NAME) 



n-PrNH- 



Absolute stereochemistry. Rotation (-) 



RN 337522-94-8 CAPLUS 

CN 2-Naphthalenecarboxaaide, 6-[l-hydroxy-l- (lH-imidazol-4-yl)-2- 
Bethylpropyl)-M,3-dimethyl- (9C1) (CA INDEX NAME) 



9815362Page 26 02/03/2003 



L4 ANSWER 8 OF 33 CAPI.US COPYRIGHT 2003 ACS (Continued) 




0 



RN 337523-21-0 CAPLUS 

CN Glycine, N- [ (6- [ 1-hydroxy-l- (lH-imidazol-<-yl) -2-nethylpropyl) -2- 
naphthalenyl]carbonyl] ethyl eater (9CI) (CA INDEX NAME) 




0 0 



RN 337523-39-4 CAPLUS 

CN 2-Naphthalenecarboxaaide, 6- (1-hydroxy-l- (lH-iiaiciazol-4-yl) ethyl] -N-nethyl 
(9CII (CA INDEX NAME) 




0 



RN 337523-51-0 CAPLUS 

CN 2-Naphthalenecatboxaaide, 6- t 1-hydroxy-l- (lH-iiaidaiol-4-yl) butyl] -N-methyl 
(9CII |CA INDEX NAME) 




0 



RN 337523-67-8 CAPLUS 

CN lH-Iiaidazole-4-methanol, . alpha. -(5-chloro-6- (lH-1, 2, 3-triazol-4-yl) -2- 
naphthalenyl] -. alpha. - (l-methylechyl)- t9CI| (CA INDEX NAME) 



L4 ANSWER 8 07 33 CAPLUS COPYRIGHT 2003 ACS (Continued) 




IT 336102-55-7P, (S) - (-) -1- (6, 7-Dimethoxy-2-naphthyl) -1- <lH-iiaidazol- 
4-yl)-2-nethyl-l-propanol 336102-68-2?, Methyl 
6- (1-hydroxy-l- (lH-imidazol-4-yl| -2-iMthylpropylJ -2-naphthoate 
336102-70-6?, 6- [ 1-Hydroxy-l- ( lH-iiaidazol-4-yl) -S-oethylbutyl] -N- 
inethyl-2-naphthamide 336102-73-9P, 6- [1-Hydroity-l- (lH-iBidazol-4- 
yl) propyl] -N-iacthyl-2-naphthaaide 3J7521-66-1P, 
1- (lH-Iaidazol-4-yl)-2-Biethyl-l- (6-phenyl-2-naphthyl) -1-propanol 
337S21-6e-3P, 1- [6- (2-Furyl) -2-naphthyl] -1- (lH-iiaidazol-4-yl) -2- 
methyl-l-propanol 337521-70-7P, 1- (lH-Iiaida2ol-4-yl) -2-ittethyl-l- 
[6- (2-thienyl) -2-naphthyl] -l-propanol 337S21-74-1P, 

1- (lH-Imida2ol-4-yl) -2-nethyl-l- [6- (lH-1, 2, 3-tciazol-4-yl) -2-naphthyl] -1- 

propanol 33752l-n-4P, 1- (lH-I(iiidazol-4-yl| -2-methyl-l-[6- (IH- 

1,2, 3, 4-tetraiol-5-yl) -2-naphthyl] -1-propanol 337521-79-6P, 

1- (lH-Imidazol-4-yl) -2-iBethyl-l-(6- (lH-pyrazol-4-yl) -2-naphthyl] -1- 

propanol 33752l-ei-0P, 1- (lH-Iiiiidazol-4-yl) -2-methyl-l-[6- (1, 3- 

oxazol-S-yl) -2-naphthyl] -1-propanol 337521-84-3P, 

6-[l-Hydroxy-l- (lH-iaidazol-4-yl)-2-iaethylpropyl)-N-iBethyl-2-naphthaiaidc 

337521- 86-5P, 6- [ 1 -Hyd roity- 1 - (lH-iiaidazol-4-yl) -2-fflethylpropyl] -N- 
Bethoify-2-naphthamide 337521-89-8P, 1- (lH-Iiaidazol-4-yl) -1- 
(naphtho{2, 1-b] furan-7-yl) -2-methyl-l-propanol 337521-S5-6P. 

1- (1, 2-Dihydronaphtho[2, 1-b] furan-7-yl} -1- (lH-imidaiol-4-yl) -2-Biethyl-l- 
propanol 337522-00-6P, 1- (2, 3-Dihydro-lH-benzo[f ] chromen-B-yi) -1- 
(lH-iittidazol-4-yl) -2-mfithyl-l-propanol 337522-09-5P, 
1- (2, 3-Dihydro-lH-benzo[f ] chromen-B-yl) -1- {lH-imidarol-4-yl) ethanol 

337522- 10-8P, 1- (2, 3-Dihydro-lH-benzo[f ] chrooen-S-yl) -1- (IH- 
iiiddazol-4-yl)propanol 337522-12-OP, 1- (1, 2-Oihydronaphtho[2, 1- 
b) furan-7-yl) -1- (lH-iniidazol-4-yl) -1-ethanol 337522-21-JP, 

1- (1, 2-Dihydronaphthot2, 1-b] furan-7-yl) -1- (lH-iraidazol-4-yl) -1-propanol 
337522-31-3P 337522-33-5P, (-) -N- (6- (1-Hydroxy-l- (IH- 
iniidazol-4-yl) -2-oethylpropyl] naphthalen-2-yl) acetanide 
337S22-40-4P 331522-41-5P, N-Ethyl-6- [1-hydroJty-l- (IH- 
irtiidazol-4-yl) -2-methylpropyl] -2-naphthaniide 337522-49-3P, 
6-[l-Hydroxy-l- (lH-imidazol-4-yl) -2-nethylpropyl] -N-isopropyl-2- 
naphthamide 337522-53-9P, N-Butyl-6- [1-hydroxy-l- (lH-iinidazol-4- 
yl) -2-mBthylpropyl] -2-naphthaniido 337522-57-3P, 

N-Cyclopropyl-6- [1-hydroxy-l- {lH-imidazol-4-yl) -2-Bathylpcopyl] -2- 
naphthamide 337522-61-9P, N-Cyclobutyl-6-(l-hydroKy-l- (IH- 
iniidazol-4-yl) -2-methylpropyl] -2-naphthamide 337522-64-2P, 
N-Cyclopropylmethyl- 6- [1-hydroxy-l- (lH-imidazol-4-yl) -2-methylpropyl] -2- 
naphthaaide 337522-67-5P, N-Cyclopentyl-6- (1-hydroxy-l- (IH- 
iiaidazol-4-yl) -2-raethylpropyl] -2-naphthamide 337522-69-7P, 
N-Cyclohexyl-6- [1-hydroxy-l- (lH-iinidazol-4-yl) -2-iaethylpcopyl] -2- 
naphthamide 337522-72-2P, N-Cycloheptyl-6- [ 1-hydroxy-l- (IH- 
lmidazol-4-yl) -2-methylpropyl] -2-naphthamide 337522-74-4P, 
6-[l-Hydroxy-l- (lH-imidazol-4-yl) -2-raethylpcopyl] -2-naphthamide 
337522-77-7P, l-Chloro-6- [1-hydroxy-l- (lH-inddazol-4-yi) -2- 
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methylpropyl] -2-naphthamide 337522-79-9P, 6- ( 1-Hydroxy-l- (IH- 

imidazol-4-yl) -2-iaethylpropyl] -l-niethyl-2-naphthaiftide 337522-B3-SP 

, l-Chloro-6-(l-hydrOKy-l- (lH-iitiidazol-4-yl) -2-methylpropyl) -N-itiBthyl-2- 

naphthamide 337522-88-OP, 6- [1-Hydroxy-l- (lH-imidazol-4-yl) -2- 

methylpropyl) -N, l-diaothyl-2-naphthamide 337522-99-3P, 

6- [1-Hydroxy-l- (lH-iiaidazol-4-yl) -2-Bethylpropyl] -3-reethyl-2-naphthamide 

337523-03-2P, 6- [ 1-Hydroxy-l- {lH-inidazol-4-yl) -2-ra«thylpropyl) - 

N,N-dimethyl-2-naphthamide 337523-06-5P, l-(lH-Ifiddazol-4-yl) -2- 

methyl-1- [6- (l-pyrrolidinylcarbonyl) -2-naphthyl} -1-propanol 

337523-il-2P, 6- (1-Hydroxy-l- (lH-iniidazol-4-yl) -2-methylpropyl] -N- 

{1, 3-thiazol-2-yl) -2-naphthamide 337523-16-7P, 

H-Ethoxy-6-[l-hydroKy-l- (lH-iiaidaEol-4-yl) -2-nethylpropyl] -2-naphthamide 
337523-20-3P, 6- ( 1 -Hjfdroxy-l- (lH-imidazol-4-yl) -2-methylpropyl) -N- 
i3opropoxy-2-naphtha!iddo 337523-24-7P, N- {2-HydroKyethyl) -6- [1- 
hydroxy-1- (lH-imidaiol-4-yl) -2-methylpropyl) -2-naphthamide 
337523-32-7P 337523-36-lP 337523-47-4P 

337523-61-2P, (S) - (-) -6- [ 1-Hydroxy-l- (lH-iiaidaiol-4-yl) -2- 
methylpropyl] -N-methyl-2-naphthamide 337523-63-4P, 

(S) -(-> -N-Ethyl-6- [1-hydroxy-l- (lH-inidaiol-4-yl) -2-raethylpropyl] -2- 
naphthanide 337523-65-6P, (S) - (-) -N-Cyclopropyl-6- [l-hydroxy-l- 
(lH-imidazol-4-yl) -2-methylpropyl] -2-naphthamide 337523-76-9P, 

1- (5-Chloro-6-(l,3-0Ka2ol-5-yl) -2-naphthyl] -l-(lH-iraidazol-4-yl) -2-methyl- 
l-propanol 337523-82-7P, 6-(l-Hydroxy-l- (lH-inidazol-4-yl) -3- 
methylbutyl] -2-naphthamide 337523-86-lP, 1- (lH-Imidazol-4-yl) -3- 
methyi-l-[6- (lH-l,2,3-triazol-4-yl) -2-naphthyl] -1-butanol 
337523-94-lP, 1- ( lH-Imidazol-4 -yl) -3-methyl-l- [6- (1, 3-OXazol-5-yl) - 

2- naphthyl] -1-butanol 337524-00-2P, 1- [6- (4, 4-Dimethyl-4 , S- 
dihydro-1, 3-oxazol-2-yl) -2-naphthyl] -1- (lH-inudazol-4-yl) -2-Bethyl-l- 
propanol 337524-05-7P 

RL: BAC (Biological activity or effector, except adverse) > BSU (Biological 
study, unclassified}) 5PN (Synthetic preparation); THU (Therapeutic use) t 
BIOL (Biological study)) PREP (Preparation)* USES (Uses) 

(prepn. of imidazolyl naphthalenemethanol steroid C17-20 lyase 
inhibitors for treatment of breast and prostate cancer) 
RN 336102-55-7 CAPLUS 

CN lH-lmida2ole-4-Bethanol, .alpha. -(6, 7-diraethoxy-2-naphthalflnyl) -.alpha. - (I 
methylethyl)-, (. alpha. S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. Rotation (-) . 



i-Pr 




RN 336102-68-2 CAPLUS 

CN 2-Naphthalenecarboxylic acid, 6- [1-hydroxy-l- (lH-iaidazol-4-yl) -2 
methylpropyl]-. methyl ester (9CI) (CA INDQ( NAME) 
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0 



RN 336102-70-6 CAPLUS 

CN 2-Naphthalenacarboxamide, 6- [1-hydroxy-l- {lH-iiiddazol-4-yl) -3-raethylbutyl] - 
N-methyl- (SCI) (CA INDEX NAME) 




0 



RN 336102-73-9 CAPLUS 

CN 2-Naphthalenecarboxamide, 6- [1-hydroxy-l- (lH-inida20l-4-yl) propyl] -N- 
methyl- (9CI) (CA INDEX NAME) 




0 



RN 337521-66-1 CAPLUS 

CN lH-Iiftidazole-4-iaethanol, . alpha. - (1-methylethyl) - . alpha. - (6-phenyl-2- 
naphthalenyl)- (9CI) (CA INDEX NAME) 




RN 337521-68-3 CAPLUS 

CN IR- Imidazole- 4 -Bethanol, . alpha. -{6- (2-furanyl) -2-naphthalenyl] -.alpha. -(1- 
nethylethyl)- (9CI) (CA INDEX NAME) 
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(Continued) 
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(Continued) 




i-Pc 



RW 337521-70-7 CAPLUS 

CN lH-Iiaidazole-4-nethanol, . alpha. - (1-nethylethyl) -. alpha. - (6- (2-thienyl) -2- 
naphthalenyl)- (9CI) (CA INDEX NAME) 




RN 337521-Bl-O CAPLUS 

CN lH-Iiaidazole-4 -methanol, . alpha. -{1-methylethyl) - .alpha. -(6- (S-Ojcazolyl) 
naphthalenyl]- (9CI) (CA INDEX NAME) 



i-Pr 




RN 337521-74-1 CAPLUS 

CN lH-Imida2ole-4 -methanol, .alpha. - (1-methylethyl) alpha. - {6- (lH-1, 2, 3- 
triazol-4-yl)-2-naphthalenyll- (9CI} (CA INDEX NAKE) 




RN 337521-77-4 CAPLUS 

CN lH-Imidazole-4-Bethanol, . alpha. - (1-me thy lethyl) -. alpha. - [6- (IH- tetraiol-5- 
yl)-2-naphthalonyl)- (9CI) (CA INDEX NAME) 




RN 337521-79-6 CAPLUS 

CN IH- Imidazole -4 -methanol, . alpha. - (l-methylethyl) -. alpha. -{6- (lH-pyrazol-4- 
yl)-2-naphthal6nyl}- (9CI) (CA INDEX NAME) 



i-Pc 




RN 337521-84-3 CAPLUS 

CN 2-Naphthalenecarboxamide, 6- ( 1-hydroxy-l- (lH-iniidazol-4-yl) -2- 
methylpropyl]-N-nethyl- (9CI) (CA INDEX NAME) 



i-Pr 
I 



HeNH- 



RN 337521-86-S CAPLUS 

CN 2-Naphthal«necarboKamide, 6- (l-hydroxy-l- (lH-iffiidazol-4-yl) -2- 
methylpropyll-N-methoxy- (9CI) (CA INDEX NAME) 



i-Pr 
I 

C 



MeO-NH-( 




OH 



UN 337521-89-8 CAPLUS 

CN lH-Imidazole-4-Biethanol, . alpha. - (l-methylethyl) -.alpha. -naphtho(2, 1- 
blfiJran-7-yl- (9CI) (CA INDEX NAME) 
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(Continued) 
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RN 337521-95-6 CAPLUS 

CN lH-lBiidazole-4-niethanol, . alpha. - (1, 2-dihydronaphthot2, 1-b] fucan-7-yl) ■ 
.alpha, -d-nethylethyl)- OCI) (CA INDEX NAME) 



RN 337522-12-0 CAPLUS 

CN lH-Iiaidazole-4-nethanol. . alpha. - (1, 2-dihydronaphtho[2, l-b) furan-7-yl) ■ 
.alpha. -methyl- (9CI) (CA INDEX NAME) 





RN 337522-00-6 CAPLUS 

CN IH-lnidazole- 4 -methanol, . alpha. - (2,3-dihydro-lH-naphthot2, l-b]pyran-8-yl) ■ 
. alpha. -{l-nethylethyD- (9CI) (CA INDEX NAME) 



RN 337522-21-1 CAPLUS 

CN lH-Imidazole-4-inethanol, .alpha. - (1, 2-dihydronaphtho(2, l-b] furan-7-yl) 
.alpha. -ethyl- {9CI) (CA INDEX NAME) 





RN 337522-09-5 CAPLUS 

CN IH-Inidazole -4 -methanol. . alpha. - (2, 3-dihydro-lH-naphtho[2, l-b)pyran-8-yl) ■ 
.alpha. -methyl- (9Cn (CA INDEX NAME) 



RN 337522-31-3 CAPLUS 

CN lH-Iaidazole-4 -methanol, .alpha. - |6,7-diaethoxy-2-naphthalenyl) alpha, 
methylethyl) -. (-)-, {2E) -2-butenedioate (1:1) (aalt) (9CI) (CA INDEX 
NAME) 




RN 337522-10-8 CAPLUS 

CN IK- Imidazole -4 -methanol, .alpha. - (2, 3-dihydro-lH-naphtho[2, l-b}pyran-8-yl) 
.alpha. -ethyl- (9CI) (CA INDEX NAME) 



CM 1 

CRN 336102-55-7 
CMF CI 9 U22 N2 03 

Absolute atereochenistry. Rotation (-), 



i-Pr 



OH H 
U 




HeO 
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(Continued) 



CRN 110-17-8 
CHF C4 H4 04 



Double bond geometry as ahwn. 



HO2C' 



,C02H 



RN 337522-33-5 CAPLUS 

CN Acetamide, N-[6-[l-hydroxy-l-(lH-iBddazol-4-yl)-2-nethylpcopyl]-2- 
naphthalenyl]-, (-)- (9CI) (CA INDEX NAME) 

Rotation {-) . 



i-Pr 



OH H 

N. 



AcNH 




RN 337522-40-4 CAPLUS 

CN Acetamide, N- t6-[l-hydroxy-l- (lH-iiaidazol-4-yl| -2-nethylpropyl] -2- 

naphthalenyl)-, (-}-, (2E) -2-butenedioate (Isl) (salt) (SCI) (CA INDEX 
NAME) 

CM 1 

CRN 337522-33-5 
CMF C19 H21 N3 02 

Rotation (-] . 



i-Pt 



OH H 



AcNH 
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HO2C 



-C02H 



RN 337522-41-5 CAPUJS 

CN 2-MaphthalenecarboxaMide, N-ethyl-6-(l-hydcoxy-l-(lH-inidazol-4-yl) -2- 
Rethylpropyl] - (9CI) (CA INDEX NAME) 



EtNH-C 
II 
0 



RN 337522-49-3 CAPLUS 

CN 2-NaphthalenecarbOKainide, 6- [1-hydcoxy-l- (lH-iaidazol-4-yl) -2- 
nethylpropylj-N-ll-nethylethyl)- (9CI) (CA INDEX NAME) 



i-PrNH- 



RN 337522-53-9 CAPLUS 

CN 2-NaphthalenecarbQKamide, N-butyl-6-[l-hydcoxy-l- (lH-imidazol-4-yl) -2- 
roethyipcopyll- (9CI) (CA INDEX NAME) 



i-Pc 
I 



n-BuNH- 



CH 2 

CRN 110-17-fl 
CHF C4 H4 04 



RN 337522-57-3 CAPLUS 

CN 2-Naphthalenecarboicaniide, N-cyclopcopyl-6- [l-hydroxy-l- (lH-iiaidazol-4-yl) 
2-aethylpropyl]- OCI) (CA INDEX NAME) 



Double bond geoaetr/ as shown. 
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— m-C 




RN 337522-61-9 CAPLUS 

CN 2-NaphthalenecarboKaniide, N-cyclobutyl-6- [l-hydroxy-l- (lH-imidazol-4-yl) -2- 
methylpropyl] - (9CI) (CA INDEX NAME) 



i-Pc 
I 




=c — k>s 



NH 



d 



RN 337522-64-2 CAPLUS 

CN 2-Naphthalenecarboxamide, N- (cyclop ropy laethyl) -6- [ l-hydroxy-l- ( IH- 
iiaidazol-4-yl)-2-methylpropyU- (9CI) (CA INDEX NAME) 



i-Pr 



A. 



-CH2-NH-C 




RN 337522-67-5 CAPLUS 

CN 2-Haphthal«necarboxaraide, N-cyclapentyl-6- [1-hydcoxy-l- (lH-imidazol-4-yl) ■ 
2-iaethylpropyl)- (9CI) (CA INDEX NAME) 



i-Pr 
I 




C — k\ ^ 



RN 337522-69-7 CAFLUS 

CN 2-Naphthalenecarboxaiaide, N-cyclohexyl-6- [l-hydroxy-l- (lH-iialdazol-4-yl) -2- 
aethylpropyl] • (9CI) (CA INDEX NAME) 



I 
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RN 337522-72-2 CAPLUS 

CN 2-NaphthalenecarboKaittide. N-cycloheptyl-6- [l-hydroxy-l- (lH-iiaidazol-4-yl) 
2-raethylpropyl)- (9CI) (CA INDEX NAME) 



i-Pr 




OH 



RN 337522-74-4 CAPLUS 

CN 2-NaphthalenecarboKaiaide, 6- (l-hydroxy-l- (lH-inidazol-4-yl) -2- 
nethylpropyll- (9CI) (CA INDEX NAME) 



i-Pr 
I 



H2N-1 



RN 337522-77-7 CAPLUS 

CN 2-NaphthalenecarbaxaraidB, 1 -chloto-6-[ l-hydroxy-l - (lH-iaiidazol-4-yl) -2- 
laethylpropyll- (9CI) {CA INDEX NAME) 




RN 337522-79-9 CAPLUS 

CN 2-NaphthalenecarboxaBiide, 6- [l-hydroxy-l- (lH-iiaidazol-4-yl) -2- 
methylpropyl]-l-aethyl- {9CI) (CA INDEX NAME) 



H2N- 




RN 337522-83-5 CAPLUS 

CN 2-Naphthal«necarboxaaide, l-chloro-6- [l-hydroxy-l- (lH-iiaidazol-4-yl) -2- 
i=«thylpropyl]-N-iaethyl- (SCI) (CA INDEX NAME) 
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RN 337522-88-0 CAFLUS 

CN 2'NaphthalenecarboxaiiLide, 6-[l-hydro3fy-l- (lH-iiaidazol-4-yl) -2 
methylpropylJ-N, l-dimethyl- (9CI) (CA INDEX NAHE) 



HeNH- 




RN 337S22-99-3 CAPLUS 

CN 2-Kaphthalenecarbaxanu.de, 6-[l-hydroxy-l- (IH-inddazol-J-yl) -2 
fflethylpropyl]-3-methyl- (9CI) (CA INDEX NAHE) 




0 



RN 337523-03-2 CAPLUS 

CN 2-Naphthalenecarboxami.de> 6- (1-hydrosty-l- {lH-imidazol-4-yl) -2- 
inethylpropyl}-N,N-di[aethyl- |9CI) (CA INDEX NAME) 




0 

RN 337523-06-S CAPLUS 

CN Pyrrolidine, l-f [6- [l-hydroxy-l-UH-iniidazol-J-yl) -2-iiiethylpropyl] -2- 
naphthalenyl] carbonyl] - (9CI) (CA INDEX NAME) 
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i-P"- H 

^N— C— l^,^;!^ OH " 

RN 337523-11-2 CAPLUS 

CN 2-NaphthalenecarboxaEdde, 6-[l-hydro)(y-l- (lH-iiaidazol-4-yl) -2- 
Bethylpcopyl]-N-2-thiazolyl- (9CI) (CA INDEX NAME) 




RN 337523-16-7 CAPLUS 

CN 2-Naphthalenecarboxaiaide, N-ethoxy-6-( 1-hydroxy-l- (lH-imidazol-4-yl) -2 
methylpropyl]- (9C1) (CA INDEX NAME) 




0 



RN 337523-20-3 CAPLUS 

CN 2-Naphthalenecarboxaniide, 6-tl-hydroify-l- (lH-iiaidazol-4-yi) -2- 
methylpropyl)-N-(l-methylethoxy)- (9CI) (CA INDEX NAME) 




0 



RN 337523-24-7 CAPLUS 

CN 2-Naphthalenecarbo5camide, N- (2-hydroxyethyl) -6-tl-hydcQjcy-l- (lH-inidazol-4 
yl)-2-methylpropyl]- (9CI) (CA INDEX NAHE) 
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HO-CH2-CH2-NH- 




0 



RN 337523-32-7 CAPLUS 

CN L-Alanina, N-( [6- {1 -hydroxy- 1- {lH-iEiidazol-4-yl) -2-nBthylpropyl] -2- 
naphthalenyl] carbonyl]-, nethyl ester (SCI) (CA INDEX NAHE) 

Absolute stereochemistry. 



i-Pr 




RN 337523-36-1 CAPLUS 

CN D-Alanine, N- [ [6-(l-hydroxy-l- (lH-iiaidazoi-4-yl) -2-methyipropyl] -2- 
naphthalenyl] carbonyl]-, methyl eater (9CI) (CA INDEX NAME) 

Absolute stereochcDiatry. 



i-Pr 




Me 0 



RN 337523-47-4 CAPLUS 

CN 2-Naphthalen«carboxamide, 6- (cyclopropylhydroxy-lH-iaidazol-l-yliaethyl) -N- 
aothyl- (9CI) (CA INDEX NAHE) 
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CN 2-Naphthalenecarboxamide, 6- [ (IS) -1-hydroxy-l- (lH-iraidazol-4-yl) -2 
methylpropyl] -N-raethyl- (9CI) (CA INDEX NAHE) 

Absolute stereochemistry. Rotation (-) . 



i-Pr 




0 



RN 337523-63-4 CAPLUS 

CN 2-Naphthalenecarboxamide, N-Bthyl-6- [ (IS) -1-hydroxy-l- (lH-iiiddazoi-4-yl) -2 
methylpropyl]- (9CI) (CA INDEX NAHE) 

Absolute stereochemistry. Rotation (-) . 



i-Pr 




0 



RN 337523-65-6 CAPLUS 

CN 2-NaphthalenecarboxaBxide, N-cyclopropyl-6-[ (IS) -1-hydroxy-l- (lH-imidazol-4 
yl) -2 -methylpropyl J- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. Rotation (-) . 

i-Pr 




RN 337523-76-9 CAPLUS 

CN lH-Iiiu.dazol«-4 -methanol, . alpha. - [5-chloro-e- (5-oxazolyl) -2-naphthalenyl) 
. alpha. -d-nethylethyl)- (9CI) (CA INDEX NAME) 



RN 337523-61-2 CAPLUS 
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{Continued} 




i-Pc 



RN 33T523-82-7 CAPLUS 

CM 2-Naphthalenecarboxamide, 6- [1 -hydroxy- 1- (lH-iiaida2ol-4-yl) -3-Bethylbutyl] ■ 
(9CI) {CA INDEX KAHE) 




RN 331524-05-7 CAPLUS 

CN 2-Naphthalenecarboxamde, 6- [ (IS) -l-hydroxy-l- (lH-iittidazol-4-yl)propyl] -N- 
nethyl-, (2E) -2-butenedioate (1:1) (salt) (9CI) (CA INDEX NAME) 

CM 1 



i-Bu 



•'1 

0 

RN 337523-86-1 CAPLUS 

CN lH-Imidarole-4 -methanol, .alpha.- (2-methylpropyl) -. alpha. - (6- (lH-1, 2, 3- 
triazol-4-yl)-2-naphthalenyl]- (9CI) (CA INDEX NAME) 



CRN 336103-03-8 
CHF Cie mS N3 02 

Absolute stereochemistry. Rotation (-) 
HO Et 



HeKH 





RN 337523-94-1 CAPLUS 

CN lH-Iniidazole-4 -methanol, . alpha. - (2-tnethylpropyl) - . alpha. -[6- (5-oxazolyl) • 
2-naphthalenyl]- (SCI) (CA INDEX NAME) 



CM 2 

CRN 110-17-B 
CHF C4 H4 04 



Double bond geometry as shovn. 



HO2C 



i-Bu 




RN 337S24-00-2 CAPLUS 

CN lH-IniidazoIe-4 -methanol, . alpha . - [6- (4 , S-dihydro-4 , 4 -dimethyl-2-oxazolyl) ■ 
2-naphthalenyl] -.alpha.- (l-methylethyD- (9CI) (CA INDEX NAME) 



IT 



RN 
CN 



247174-44-3, 6-[ l-Hydroxy-2-methyl-l- {l-ttityl-lH-iiaidazol-4- 

yl) propyl] -2-naphthaldehyde 337522-91-1 

RL: RCT (ReactantJ » RACT (Reactant or reagent) 

(reactant; prepn. of iaidazolyl naphthalenemethanol steroid cn-20 
lyase inhibitors for treatment of breast and prostate cancer) 

247174-44-3 CAPLUS 

2-Naphthalenecarboxaldehyde, 6- [l-hydroxy-2-methyl-l- [ 1- (triphenylaethyl) ■ 
lH-imidazol-4-yl] propyl]- (9CI) (CA INDEX NAME) 
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OHC 



i-Pr 




OH 



\ 



CPh3 



RN 337522-97-1 CAPLUS 

CN 2-NaphthalenecarboKylic acid, 6-[l-hydroity-2-niethyl-l-[l-(triphenyliBethyl) 
lH-imidazol-4-yl] propyl] -3-nethyl- (9CI) (CA INDEX NAME) 



i-Pr 



Me^ 



REFERENCE COUNT: 



CPh3 
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Classical antidepressants are thought to act by raising monoamine 
(serotonin and noradrenaline) levels in the brain. This action is 
generally accomplished either by inhibition of monoamine metab. (MAO 
inhibitors) or by blockade of monoamine uptalce (tricyclic antidepressants 
and selective serotonin or noradrenaline reuptake inhibitors). However, 
all such agents suffer from a time lag (3-6 wk) before robust clin. 
efficacy can be demonstrated. This delay laay reflect inhibitory actions 
of noradrenaline at presynaptic . alpha. 2A-adrenergic auto- or 
heteroreceptors which gradually down-regulate upon prolonged exposure. 
Blockade of presynaptic . alpha, 2A-adrenoceptor3 by an antagonist endowed 
with monoamine uptake inhibition properties could lead to new 
antidepressants with greater efficacy and a shorter time lag. In the 
literature, only two mols. have been described with such a pharnacol. 
profile. Of these, napamezole was chosen as a point of departure for the 
design of 4 (5)-f (3, 4-dihydro-2-naphthalenyl)methyl] -4, S-dihydroimidazole, 
which displayed the desired profile: . alpha. 2A-adrenoceptor antagonist 
properties and serotonin/noradrenaline uptake inhibition. From this 
original raol., a series of derivs. was designed and synthesized, 
encompassing substituted as well as rigid analogs. Structure-activity 
relationships permitted the selection of (4 (5) - [ (5-f luoroindan-2- 
yl}nethyl}-4, S-dihydroimidazole) as a development candidate. 
331$92-7T-9P 331992-78-OP 

RL: RCT (Reactant)* SPN (Synthetic preparation) ) PREP (Preparation); RACT 
(Reactant or reagent) 

(prepn. and structure-activity relations of potential antidepressants 
displaying combined . alpha. 2-adrenoceptor antagonist and monoamine 
uptake inhibitor activities) 
331992-77-9 CAPLUS 

1 (2H) -Naphthalenone, 3,4-dihydro-2- [ [1- (triphenylaethyl) -lH-iBu.dazol-4- 
yl] methyl)- (9CI) (CA INDEX NAME) 



IT 



RN 
CN 




CPh3 



RN 331992-78-0 CAPLUS 

CN 1-Naphthalenol, 1, 2, 3, 4-tetrahydro-2- ( [ 1- ( triphenylmethyl) -lH-iRida20i-4- 
yi] methyl)- (9CI) (CA INDEX NAME) 
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2001:12424 CAPLUS 
134:B6245 

Preparation of imidazoles as selective agonists at 
.alpha. 2b or .alpha. 2b/. alpha. 2c adrenergic receptors. 
Chow, Ken; Gil, Daniel v.; Burke, Jaaes A. i Harcourt, 
Dale A.I Garst, Michael E. » tfheeler, Larry A.; Munk, 
Stephen A. 

Allergan Sales, Inc., USA 

PCX Int. Appl., 145 pp. 

COOEN: PIXXD2 

Patent 

English 

4 



PATENT HO. 



KIND DATE 



APPLICATION NO. DATE 



VO 2001000S86 
V: AE, AL, 
CZ, D£, 
IN, IS, 
KO, HG, 
SX, SL, 
A2, BY, 
RV: GH, GM, 
D£, DK, 
CF, CG, 
EP 1104407 

R: AT, BE, 
IE, 51, 
US 2002156076 
PRIORITY APPLN. INFO 



OTHER SOURCE (S); 
GI 



Al 
AM, AT, 
OK, OH, 
JP, KE, 
HK, MN, 
TJ, TM, 
KG, KZ, 
KE, LS, 
ES, FI, 
CI, CM, 

Al 
CH, DE, 
LT, LV, 

Al 



2001 
AU, 
EE, 
KG, 
HW, 
TR, 
HD, 
Htf, 
FR, 
GA, 

2001 
DK, 
Fl, 

2002 



0104 
A2, BA, 
ES, FI, 
KP, KR, 
KX, NO, 
TT, TZ, 
RU, TJ, 
HZ, SD, 
GB, 6R, 
GN, GV, 

0606 
ES, FR, 
BO 

1024 



VO 2000-US 15795 
BB, BG, BR, BY, CA, 
GB, GD, GE, GH, GM, 
KZ, LC, LK, LH. LS, 
NZ, PL, PT, RO, RU, 
UA, UG, US, U2. VN, 
TM 

SL. SZ, TZ, UG, ZV, 
IE, IT, LU, MC, NL, 
HL, MR, NE, SN, TD, 

EP 2000-939699 
GB, GR, IT, LI, LU, 



US 2001-948001 

US 1999-329752 A 

US 1997-985347 B2 

US 1998-205597 B2 

tfO 2000-US15795 V 

US 2000-679919 Al 
HARPAT 134:8624 5 



20000608 

CH, CN, CR, CU, 

HR. HU, ID, IL, 

LT. LU, LV, MA, 

SD, SE, SG, SI, 

YU, ZA, ZV. AH, 

AT, BE, CH. CY, 
PT, SE, BF, BJ, 
TG 
20000608 
NL, SE, MC, PT, 

20010906 
19990610 
19971204 
19981204 
20000608 
20001005 



.N 




AB Title coiEpds. [I» dotted lines - optional double bondsf R » H, al)cyl; X » 
S, CHRlf Rl - H, altcyl, null; Y - 0, N, S, [CtRl)n]y, CH:CH, Y1CH2; y - 
1-3; n - 1, 2; R2 - H, alkyl, halo, OH, alkoxy, alkenyl, acyl, alkynyl, 
etc.f R3, R4 - H, alkyl, halo, alkenyl, acyl, alkynyl, etc.* R3R4 - atoms 
to form (unsatd.) (heterocyclic) ring), were prepd. Thus, 
1- (dimethylsulfamoyl) imidatole in THF at -78. degree, was treated with BuLi 
and tert-butyldimethylsilyl chloride followed by warming to room temp., 
stirring overnight, cooled to -20. degree., and treatment with BuLi and 
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3-thiophenecarbox3ldehyde followed by warming to room temp, and stirring 
overnight to give 2- (tert-butyldimethylsilyl) -5- (hydroieythiophen-2- 
ylmethyl) imidazole-l-9ulfonic acid dinethylamide. This was treated 
sequentially with Bu4NF, Et3SiH/CF3C02H/CH2Cl2, and aq. HCl to give 
4 (5) -thiophen-3-ylraethyl-lH- imidazole. Tested I as eyedrops at 0.03-11 
reduced intraocular pressure in cynomolgus monkeys by 12.4-331 and showed 
no sedative activity. 

IT 15705B-47-4P 

RL: BAC (Biological activity or effector, except adverse)* BSU (Biological 
study, unclassified); RCT (Reactant) j SPN (Synthetic preparation); THU 
(Therapeutic use) ; BIOL (Biological study); PREP (Preparation); RACT 
(Reactant or reagent); USES (Uses] 

(prepn. of imidazoles as selective agonists at .alpha. 2b or 

. alpha. 2b/. alpha. 2c adrenergic receptors) 
RN 157058-47-4 CAPLUS 

CN 1 (2H) -Naphthalenone, 3, 4-dihydro-2- (lH-iBddazol-4-ylmethyl) -7-methoxy- 
(9CI} (CA INDEX NAME) 



0 




IT 15705a-SS-4P 226570-89-4P 226571-02-4P 
226571-05-7P 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified); SPN (Synthetic preparation); THU (Therapeutic use); 
BIOL (Biological study) ; PREP (Preparation) ; USES (Uses) 

(prepn. of iniidazoles as selective agonists at .alpha. 2b or 

. alpha. 2b/. alpha. 2c adrenergic receptors) 
RN 157058-55-4 CAPLUS 

CN IH-Iaidazole, 4-[ (1, 2, 3, 4-tetrahydro-7-methoxy-2-naphthalenyl) methyl] - 
(9CI) (CA INDEX NAME) 



H 




RN 226570-89-4 CAPLUS 

CH IH-Iaidazole, 4-[ (1, 2, 3, 4-tetrahydro-7-metho)fy-2-naphthalenyl) methyl) -, 
Donohydrochloride (9CI) (CA INDEX NAME) 



H 
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RN 226571-02-4 CAPLUS 

CN 1 (2H) -Naphthalenone, 3, 4, 5, 6,7, 8-hexahydro-2- (lH-imidazol-4-ylniethyl) 
(9CI) (CA INDEX NAME) 



0 




RN 226571-05-7 CAPLUS 

CN IH-Imidazole, 4- [ (1, 2, 3, 4, 5, 6, 7, 8-octahydro-2-naphthalenyl) methyl] - (SCI) 
(CA INDEX NAME) 




IT 157050-44-1 157058-52-1 226S71-13-7 
22«57l-l«-8 226571-25-1 226S71-26-2 
226571-35-3 226571-36-4 226571-37-5 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified); THU (Therapeutic use); BIOL (Biological study); USES 
(Uses) 

(prepn. of imidazoles as selective agonists at .alpha. 2b or 
.alpha. 2b/. alpha. 2c adrenergic receptors) 
RN 157058-44-1 CAPLUS 

CN 1(2H) -Naphthalenone, 3,4-dihydro-2- (lH-imidazol-4-ylnethyl) - (9C1) (CA 
INDEX NAME) 



O 




RN 157058-52-1 CAPLUS 

CN IH-lnidarole, 4-( (1,2, 3,4-tetrahydro-2-naphth3lenyl)aethyl] - (9C1) (CA 
INDEX NAME) 




RN 226571-13-7 CAPLUS 

CN IH-Inidazole, 4-[ [ (2S»-1,2. 3, 4-tetrahydro-2-naphthalenylimethyl] - {9CI) 
(CA IN0E3C NAME) 



• hci 



Absolute stereocheiaistry. 
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RN 226571-H-S CAPLUS 

CN lH-Imidaiol«, 4- ( ( {2R) -1, 2, 3, 4-tetrahydro-2-naphthalenyl]raethyl) - (SCI) 
(CA IKOBt NAHE) 

Absolute stereochemiatrY. 




H 



RN 226571-25-1 CAPLUS 

CN IH-Imidazole, 4-[ (1, 2, 3, 4-tatrahydro-4-methyl-2-naphthalenyl)«ethyl] - 
(9CI) (CA INDEX NAKE) 
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He Me 

H 



RN 226571-36-4 CAPLUS 

CN IH-Imidazole, 4-( (1, 2. 3, 4-tetrahydco-7-methyl-2-naphthalenyl) methyl) -, 
Bonohydcochloride (9CI) (CA INDEX NAME) 




• KCl 



RN 226571-37-5 CAPLUS 

CN 1 (2H) -Naphthalenone, 3, 4 -di hydro- 2- (lH-iiiiidazol-4-ylmethyl) -7-methyl- 
(9CII (CA INDEX NAKE) 




K 




He 



RN 226S71-26-2 CAPLUS 

CN 1 (2H) -Naphthalenone. 3, 4-dihydro-2- (lH-iaidazol-4-ylmethyl) -4-raethyl- 
(9CI) (CA INDEX NAME) 



0 




Me 



RN 226571-35-3 CAPLUS 

CN IH-lBidazole, 4-( (l,2,3,4-tetrahydro-4, 4-dimethyl-2-naphthalenyl)methyl] - 
(9CI) (CA INDEX NAME) 



0 




IT 226571-57-9P 

RLt RCT (Raactant); SPN (Synthetic preparation)! PREP (Preparation); RACT 
(Reactant or reagent) 

(prepn. of iraidazolea as selective agonists at .alpha. 2b or 
■alpha. 2b/. alpha. 2c adrenergic receptors) 
RN 226571-57-9 CAPLUS 

CN 1-Haphthalenol, 1,2, 3, 4-tetrahidro-2- (lH-iiiadazol-4-yliaethyl) -7-niethoxy- 
(9CII (CA INDEX NAKE) 



OH 
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2000:911226 CAPLUS 
134:56671 

Pcoceaa for the preparation of 4-alltanoylimida7ole 
derivatives and 1- (2-naphthyl) -1- (lH-imida2ol-4- 
yDalkanol derivatives 
Kawakarai, Jun-ichi 

Takeda Chemical Industries, Ltd., Japan 

PCT Int. Appl., 39 pp. 

CODEN: PIXXD2 

Patent 

Japanese 

1 



PATENT NO. 



KIND DATE 



APPLICATION NO. DATE 



WO 2000078727 
V: AS, AG, 
CZ, DM. 
LC, LK, 
RU, SG, 
BY, KG, 
RW: GH, GH, 
DE, DK, 
CF, CG, 
JP 2001064 264 
EP 11932&B 

R: AT, BE, 
IE. SI, 

PRIORITY APPLN. INFO 

OTHER SOURCE (S): 
GI 



Al 
AL, AH, 
DZ, EE, 
LR, LT, 
SI, SK, 
K2, MD, 
K£, LS, 
ES, FI, 
CI, CM, 

A2 

Al 
CH, DE, 
LT, LV, 



20001229 
AU, AZ, 
GO, GE, 
LV, MA, 
TJ, TM, 
RU, TJ, 
KW, HZ, 
FR, GB, 
GA, GN, 
20010313 
20020403 
OK, ES, 
FI, RO 



WO 2000'JP4036 
BA. BB. BG. BR, BY, BZ, 
HR, HU. ID, IL, IN, IS, 
MD, KG, HK, KN, MX, HZ, 
TR, TT, UA, US, UZ, VN, 
TM 

SO, SL, SZ, TZ, UG, ZV, 
GR, IE, IT, LU, KC, NL, 
GW, ML, MR, NE. SN, TD, 
JP 2000-191031 
EP 2000-940770 
FR, GB, GR, IT, LI, LU, 



20000621 

CA, CN, CR, CU, 

JP, KG, KR, KZ, 

NO, NZ, PL, RO, 

YU, ZA, AH, AZ, 

AT, BE, CH, CY, 
PT, SE, BF, BJ, 
TG 

20000621 
20000621 
NL, SE, MC. PT. 



JP 1999-175070 A 19990622 
WO 200O-JP403e V 20000621 
CASREACT 134:56671* MARPAT 134:56671 




AB An industrially advantageous process for the prepn. of caapda. of general 
foreula (Ii wherein the ring A is an optionally substituted ioidazole 
ring) R is an optionally substituted hydrocarbon group or a heterocyclic 
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IT 



CN 



AHSVER 11 or 33 CAPLUS COPYRIGHT 2003 ACS (Continued) 
9roup> and Rl, R2, R3, M, R5, R6, and R7 are each hydrogen, optionally- 
substituted hydrocarbyl, OH, SH, NH2, acyl, halogeno, or the like) 
comprises addn. reaction of ^-cyanoioidazole (II; the ring A is same as 
above ) with R-Hl (R is same as above; Ml - alkali metal, Mg-Yl» Yl - 
halo) to give 4-acyliiaidazole (III; R and ring A are aaae as above), 
followed by addn. reaction of III with naphthalene alkali raetals (IV; Rl - 
r7 are * same as above; K2 is alkali metal, Hg-Y2f Y2 is halo) . This 
process is reduced in the no. of steps, attains a high yield, and 
dispenses with the use of a heavy metal compd. The cocpds. I exhibit a 
steroid cn-C20 lyase inhibitory activity (no data). Thus, a soln. of 
42.7 g 4-cyanoiiaidazole in 500 aL TH7 was added dropwise to a 1.1. H soln. 
of isopropylnagnesium bromide in THF {1.4 L) over a period of 30 min, 
stirred at 15-25. degree. , treated dcopwise with 10* aq. H2S04, stirred for 
30 min, neutcaliced to pH 8 with 30 aq. MaOH, and extd. with EtOAc (300 L 
.times. 2) to give 82* 1- (lH-imidazol-4-yl) -2-methyl-l-propanone (V). 
2-Brooo-6-BethoxynaphthaleRe (5.15 g) was added dropwise to a mixt. of 
0.55 g and 3 mg iodine in THF at 50. degree, and stirred at 15-25. degree, 
for 1.5 h, followed by adding dropwise a soln. of 1 g V in THF, and the 
resulting mixt. was stirred at 15-25. degree, for B h to give, after 
workup, 64* 1- (lH-imidazol-4-yl) -1- (6-methoitynaphthalen-2-yl) -2- 
nethylpropanol. 
247173-05-3? 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 

(Reactant or reagent) 

(prepn. of 4-alkanoylinddazole derivs. and . alpha. - (2-naphthyl) -.alpha. - 
(IH-imidazolyl) alkanol derivs. by addn. reaction of cyanoimidazoles 
with alkylmagnesium bromides followed by naphthylmagnesium broinide) 

247173-05-3 CAPLUS 

lH-ljaida2ole-4-raethanol, . alpha. - (6-methoxy-2-naphthalenyl) -. alpha. - (1- 
methylethyl)- (9CI) (CA INDEX NAME) 



REFERENCE COUNT: 



19 
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1999:691084 CAPLUS 
131:299449 

Preparation of azolylmethylnaphthalenes and related 

con^jounds as steroid C17, 20- lyase inhibitors. 

Tasaka, Akihiro) Ojida, Akio; Kaku, Tomohiro; Kusaka, 

Masamii Yaaaoka, Kasuo 

Takeda Chemical Industries, Ltd., Japan 

PCT Int. Appl., 131 pp. 

CODEN: PIXXD2 

Patent 

English 

1 



PATENT NO. 



KIND DATE 



VO 9954309 

V: AE, AL, 
GE, HR, 
MO, KG, 
TR, TT, 
RW: GH, GM, 
ES, FI, 
CI, CM, 
CA 232B973 
JP 2000007656 
EP 1073640 

R: AT, BE, 
IE, FI 
PRIORITY APPLN. INFO 

OTHER SOURCE (S): 
GI 



Al 
AM, AU, 
HU, ID, 
MK, MN, 
UA, US, 
KE, LS, 
FR, GB, 
GA, GN, 

AA 

A2 

Al 
CH, DE, 



19991028 
AZ, BA, BB, 
IL, IN, IS, 
MX, NO, N2, 
UZ, VN, YU, 
KV, SD, SL, 
GR, IE, IT, 
GW, ML, HR, 

19991028 

20000111 

20010207 
DK, ES, FR, 



APPLICATION NO. DATE 

VO 1999-JP2143 19990422 
BG, BR, BY, CA, CN. CU, CZ, EE, GD, 
JP, KG, KR, KZ, LC, LK, LR, LT, LV, 
PL, RO, RU, SC, SI. SK, SL, TJ, TM, 
ZA, AH, AZ, BY, KG. KZ, MD, RU, TJ, TM 
S2, UG, ZV, AT, BE, CH, CY, DE, DK, 
LU, HC, NL, PT, SE. BF, BJ, CF, CG, 
NE, SN, TD, TG 

CA 1999-232B973 19990422 

JP 1999-114398 19990422 

EF 1999-917102 19990422 
GB, GR, IT, LI, LU, NL, SE, MC, PT, 



JP 1998-113801 A 19980423 
WO 1999-JP2143 V 19990422 
MARPAT 131:299449 



r3 r11 




0R21 



AB Title compds. (1; Al ■ (substituted) inidazolyl, thiazolyl, oxazolyl, 

pyridyl; Rll - H, (substituted) hydrocarbyl, monocyclic heteroaryl; R21 - 
H, (substituted) alkyl; R3-R9 - H, (substituted) hydrocarbyl, OH, SH, 
amino, acyl, halo; R21 - (substituted) alkyl] , and salts or prodrugs 
thereof, were prepd. Thus, 2-bromo-6-nethoxynaphthalene in THF at 
-78. degree, was treated with BuLi and then with 4-f ormyl-l-trityl-lH- 
imidazole to give (6-raethoxynaphthalen-2-yl) (l-trityl-lH-imidazol-4- 
yl) methanol. The product was refluxed with Hn02 in CHC13 to give the 
ketone, which was detritylated with HC02H in THF to give 

(lH-imidazol-4-yl) (6-methoxynaphthalen-2-yl) ketone. The latter in THF at 



L4 



IT 



RN 
CN 
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-10. degree, was treated with Me2CHMgBr in THF to give 1- (lH-iiiiidazQl-4-yl) ■ 



1- (6-methoxynaphthalen-2-yl) -2-Kothyl-l 



steroid cn,20-lya3e with 


ICSO - 


33 


nM. 


247173- 


05- 


3P 


247173-06 


-4P 


247173 


-07 


-5P 


247173- 


•09- 


■7P 


247173-11 


-IP 


247173 


-12 


-2P 


247173- 


13- 


3P 


247173-14 


-4P 


247173 


-17 


-7? 


247173- 


•18- 


•OP 


247173-19 


-9P 


247173 


-20 


-2P 


247173- 


21- 


3P 


247173- 


22 


-4P 


247173 


-23 


-5P 


247173- 


•24- 


•6P 


247173- 


-25 


-7P 


247173 


-26 


-8P 


247173- 


27-9P 


247173- 


28 


-OP 


247173 


-29-lP 


247173- 


30- 


>4P 


247173- 


-31 


-5P 


247173 


-32 


-6P 


247173- 


33-7P 


247173- 


34 


-BP 


247173 


-35 


-9P 


247173- 


36- 


OP 


247173- 


-37 


-IP 


247173 


-38 


-2P 


247173- 


39- 


3P 


247173- 


40 


-«P 


247173 


-41 


-7P 


247173- 


42- 


BP 


247173- 


43 


-9P 


247173 


-44 


-OP 


247173- 


45- 


IP 


247173- 


46 


-2P 


247173 


-47 


-3P 


247173- 


46- 


•4P 


247173- 


49 


-SP 


247173 


-50 


-8P 


247173- 


51- 


9P 


247173- 


52 


-OP 


247173 


-53 


-IP 


247173- 


54- 


27 


247173- 


55 


-3P 


247173 


-5«- 


-4P 


247173- 


57- 


5P 


247173- 


'58- 


-ap 


247173 


-59 


-7P 


247173- 


60- 


OP 


247173- 


'61- 


-IP 


247173 


-62- 


-2P 


247173- 


63- 


3P 


247173- 


64 


-4P 


247173 


-65 


-5P 


247173- 


66- 


6P 


247173- 


68 


-8P 


247173 


-69. 


-9P 



-propanol. This inhibited rat 
I drug formulations are given. 



RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified); SFN (Synthetic preparation) ; THU (Therapeutic use) ; 
BIOL (Biological study); PREP (Preparation); USES (Uses) 

(prepn. of azolylmethylnaphthalenea and related coqpds. as steroid 

C17,20-lya3e inhibitors) 
247173-05-3 CAPLUS 

IH-Imidazole- 4 -methanol, . alpha. - (6-methoxy-2-naphthalenyl) - . alpha. - (1- 
methylethyl)- (9C1) (CA INDEX NAME) 



HeO 




RN 247173-06-4 CAPLUS 
CN lH-Iaidazole-4 -methanol, 
(gci) (CA INDEX NAME) 



■alpha. - (6-methQxy-2-naphthalenyl) - . alpha. -me thy 1- 



KeO 




RN 247173-07-5 CAPUJS 

CN IH-Imidazole- 4 -methanol, . alpha. - (6-methoxy-2-naphthalenyl) alpha, 
(trifluoromethyl)- (9CI) (CA INDEX NAME) 
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(Continued) 



MeO 




RN 247173-09-7 CAPLUS 

CN lH-Imidazole-4 -methanol, , alpha. -cyclopropyl-. alpha. - {6-methoxy-2- 

naphthalenyl)-, (2E) -2-butenedioate (1:1) (salt) (9CI) (CA INDEX NAME) 

CM 1 

CRN 247173-08-6 
CMF CIS HIS N2 02 



MeO 




CM 2 

CRN 110-17-8 
CMF C4 H4 04 

Double bond geometry as shown. 



HOjC 



/^^C02H 



RN 247173-11-1 CAPLUS 

CN lH-laidazole-4 -methanol, . alpha. - (1, 1-dinethylethyl)-. alpha, - t6-methoxy-2- 
naphthalenyl)-, (2E) -2-butenedioate (1:1) (salt) {9CI) (CA INDEX NAME) 

CM 1 

CRN 247173-10-0 
CKF C19 U22 N2 02 



t-Bu 
I 



CM 



CRN 110-17-e 
OIF C4 H4 04 
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Double bond geonetry aa shovn. 



(Conti nu«d) 



^^^C02H 
HO2C 

RN 247173-12-2 CAPLUS 

O) 3-PyridineBiBthanol, , alpha. -lIl-iiaidazol-4-yl- . alpha. - t6-methoxy-2- 
naphthalenyl)- (9Cn (CA INDEX NAME) 




HeO 



RN 247173-13-3 CAPLUS 

CN 4-pyridineinethanol, .alpha. -lH-iiftidazol-4-yl-. alpha.- (6-mBthoxy-2- 
naphthalenyl)- (9CI) (CA INDEX NAME) 



L4 



ANSVER 12 OF 33 CAPLUS COPYRIGHT 2003 ACS 
H 



(Continued) 




MbO 



RN 247173-18-8 CAPLUS 

CN lH-Iiaida20le-4 -methanol, . alpha. -ethyl-. alpha. - (6-iaethoxy-2-naphthalenyl) 



(9C1) (CA INDEX NAME) 



RN 247173-19-9 CAPLUS 

CN lH-Iiftidaiole-4 -methanol, 



. alpha. - (6-Biethoxy-2-f>aphthalenyl) - . alpha. - (2- 



nethylpropyl) - (9CI) (CA INDEX NAME) 



HeO 




RN 247173-14-4 CAPLUS 
CN lH-IaidaEole-4~raethanol, 
(9CII (CA INDEX NAME) 



, alpha. - (6-nethoxy-2-naphthalenylJ - .alpha . -phenyl- 



HeO 




RN 247173-17-7 CAPLUS 

CN lH-Imidacole-4-Bethanol, . alpha. - (5-f luoro-6-methoxy-2-naphthalenyl) ■ 
, alpha. -d-methylethyl)- (9CI) (CA INDEX NAME) 



i-Bu H 
N. 



Heo"^^^-^^ OH 



RN 247173-20-2 CAPLUS 
CN lH-Imidazole-4-methanol, 
(9CI) (CA INDEX NAME) 



. alpha . - (6-nethoxy-2-naphthalenyl) - . alpha. -pcopyl- 



KeO 




RN 247173-21-3 CAPLUS 

CN lH-Iittidazole-4-methanol, . alpha. -cyclopentyl-. alpha.- (6-Bi6thoxy-2- 
naphthalenyl)- (9CI) (CA INDEX NAME) 



L4 ANSWER 12 OF 33 CAPLUS COPYRIGHT 2003 ACS (Continued) 



OH 




RN 247173-22-4 CAPLUS 

CN lH-IiaidaEOle-4 -methanol, . alpha. - (6-hydcoxy-2-naphthalenyl) -.alpha. - (1 
methylethyl)- (9CI) (CA INDEX NAME) 



L4 ANSWER 12 OF 33 CAPLUS COPYRIGHT 2003 ACS (Continued) 
CN IH-Inxidazole, 4-[methoiey(6-methoxy-2-naphthalenyl)nethyl]- (9CI) (CA 
INDEX NAME) 




RN 247173-27-9 CAPLUS 

CN IH-Imidazole, 4-( (6-inethoxy-2-naphthalenyl) (l-methylethQxy)methyl)- (9CI) 
(CA INDEX NAME) 



RN 247173-23-5 CAPLUS 

CN lH-Imidazole-1, 4-diinethanol, . alpha. 4 - (6-hydroxy-2-naphthalenyl) - . alpha . 4- 
(1 -methylethyl)-, . alpha. 1-acetate (9CI) (CA INDEX NAME) 



OPc- 



HeO 




RN 247173-28-0 CAPLUS 

CN lH-lBiida2ole-4 -methanol, . alpha. - (S-nethojcy-Z-naphthalenyl) ■ 
methylethenyl)- (9CI) (CA INDEX NAME) 



. alpha. -(1- 



i-Pr 
I 



CH2— OAc 
RN 247173-24-6 CAPLUS 

CN IH-Inddarole, 4-[l-raathoify-l-(6-o>8thoxy-2-naphthalenyl)ethyl)- {9CI) (CA 
INDEX NAME) 



He 
I 



RN 247173-25-7 CAPLUS 

CN IH-Ioidazole, 4-[l-Bethaxy-l- (6-Bethoxy-2-naphthalenyl} -2-nethylprapyl] ■ 
(9CI) (CA INDEX NAME) 



i-Pr 



HeO-"^^-^^ 



CH2 



He-C 



RN 247173-29-1 CAPLUS 

CN lH-Iaidazoie-4 -methanol, . alpha. - {S-chloro-6-«ethoxy-2-naphthalenyl) 
.alpha. -(l-methylethyl)- {9CI) (CA INDEX NAME) 



HeO 




RN 247173-30-4 CAPLUS 

CN lH-Iiaidazole-4-raethanol, . alpha. -IS-( 1- [[ (1, 1- 

dinethylethyl) dinethylsilyljoifyj ethyl] -6-methoxy-2-n«phthalenylI - .alpha. 

(l-nethylethyD- (9CI) (CA INDEX NAME) 



RN 247173-26-8 CAPLUS 
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(Continued) 



14 ANSWER 12 OF 33 CAPLUS COPYRIGHT 2003 ACS (Continued) 



Me 

I 

t-Bu- Si-0 

I I 
He CH-Mo 



KeO 



MeO 




RK 247173-31-5 CAPLUS 

CN 1,6-Naphthaleftedioethanol, . alpha. 6-lH-iBiidazol-l-yl-2-aethoxy- . alpha. l- 
laethyl-. alpha. 6- (1-methylethyl) - (9CI) |CA INDDC NAKC) 



OH 



CH-Me 




KeO 




RN 247173-34-8 CAPLUS 

CN lH-Inidazole-4 -methanol, . alpha. -[6-riethoxy-5- (l-methylethyl) -2- 
naphthalenyl]-. alpha. -d-methylethyl)- t9CI) (CA INDEX NAME) 



i-Pr 



MeO 




RN 247173-3S-9 CAPLUS 

CN Propanoic acid, 2, 2-diiaethyl-, [ [6- [1-hydroxy-l- (lH-iinidatol-4-yl) -2- 
raethylpropyl]-2-naphthalenyl)o>:yloethyl ester (9CI) (CA INDEX NAME) 



RN 247173-32-6 CAPLUS 

CN lH-Iiftidazole-4-niethanol, . alpha. - (l-methylethyl) -. alpha. - [6- 
(phenylmethoxy)-2-naphthalenyl]- {9CI| (CA INDEX NAME) 



i-Pr 



Ph-CH2-0 





t-Bu-C-0-CH2-0 



RN 247173-36-0 CAPLUS 

CN lH-Iittidazole-4 -methanol, .alpha. -[6- (l-methylethoxy) -2-naphthalcnylJ - 
. alpha. -(1-Bethylethyl|- {9CI) (CA INDEX NAME) 



RN 247173-33,-7 CAPLUS 

CN lH-Iniidazolo-4-methanol, . alpha. - [S-methoxy-S- (1-methylethenyl) -2- 
naphthalenyi] -.alpha.- (l-methylethyl) - (9CI) (CA INDEX NAME) 



i-Fr 
I 



RN 247173-37-1 CAPLUS 

CN lH-Iiiiidazole-4 -methanol, .alpha. - (l-methylethyl) -. alpha. - {6-propoKy- 2- 
naphthalenyl)- (9CI) (CA INDEX NAME) 



L4 



ANSVER 12 OF 33 CAPLUS COPYRIGHT 2003 ACS 



(Continued) 



L4 ANSVER 12 OF 33 CAPLUS COPYRIGHT 2003 ACS 



(Conti nued) 



i-Pc 



n-PrO 



RN 247173-38-2 CAPLUS 

CN Propanoic acid, 2, 2-dimethyl-, 6- [l-hydroxy-l- (lH-iiaidazol-4-yl) -2- 
nethylpropyl]-2-naphthalenyl ester (9CI) (CA INDEX NAME) 



i-Pr 
I 



t-Bu — C-O' 
RN 247173-39-3 CAPLUS 

CN lH-lRd.dazole-4 -methanol, . alpha. - [6- (2-methoxyethoxy) -2-naphthalenyl] - 
.alpha.- (l-methylethyl)- (9CI) (CA INDEX NAME) 




MeO 



RN 247173-43-9 CAPLUS 

CM lH-Imidazole-4-iaethanol, . alpha. - (5, 6-dimethoxy-2-naphthal«nyl) -. alpha.- (1- 
methylethyl)- (SCI) (CA INDEX NAME) 



HbO 




OMe 



i-Pr 
I 



HeO-CH2-CH2-0 
RN 247173-40-6 CAPLUS 

CN lH-IiiLi.dazQle-4 -methanol, . alpha. - (6-ethoxy-2-naphthalenyl) -. alpha. - (1- 

methylethyl)- (9CI) (CA INDEX NAME) 



RN 247173-44-0 CAPLUS 

CN lH-Imidazole-4-nethanol, . alpha. - (6-hydroicy-7-nethoxy-2-naphthalenyl) • 
.alpha. -d-methylethyl)- (9CI) (CA INDEX NAME) 



i-Pr 



i-Pr 



RN 247173-41-7 CAPLUS 

CN IH- I Bidazole-4 -methanol, .alpha. - (6, 7-diiaethoxy-2-naphthalenyl) -. alpha. - {1- 
methylethyl)- (9CI) (CA INDEX NAME) 



RN 247173-45-1 CAPLUS 

CN 1,6-Naphthalenediaethanol, . alpha.6-lH-iaidazol-4-yl-2-methoxy-.alpha.6- (1- 
methylethyl)- t9CI) (CA INDEX NAME) 



MeO 




H0-CH2 



i-Pr 



MeO. ^N 



RN 247173-46-2 CAPLUS 

CN lH-IniidazolD-4-niothanol, .alpha. -[6-nethQxy-5- (methoxymethyl) -2- 
naphthalenyl]-. alpha. -(l-methylethyl)- (9CI) (CA INDEX NAME) 



RN 247173-42-8 CAPLUS 

CN lH-Iiu.dazole-4 -methanol, .alpha. - (6-Bethoxy-S-methyl-2-naphthalenyl) 
.alpha.- (l-methylethyl) - (9CI) (CA INDEX NAME) 
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(Continued) 



MeO-CH2 



KeO 




UN 247173-47-3 CAPLUS 

CN lH-Imidazole-4 -methanol, . alpha. - (5-ethyl-6-nethOKy-2-naphthalenyl) • 
. alpha. -{l-methylethyD- {9CI) (CA INDEX NAME) 




RN 247173-48-4 CAPLUS 

CN lH-lmidaiole-4-methanol, .alpha.- (5-ethenyl-6-inothoxy-2-naphthalenyl) 
.alpha.- (1-methylethyl)- OCI) {CA INDEX NAME) 



i-Pr 




RN 247173-49-5 CAPLUS 

CN lH-Imidazole-4-raethanol, .alpha. - (5-brQmo-6-Dethoxy-2-naphthalenyl) ■ 
.alpha.- (1-methylethyl) - (9CI) {CA INDEX NAME) 



MeO 



OH 



L4 ANSWER 12 OF 33 CAPLUS COPYRIGHT 2003 ACS (Continued) 



i-Pr 
I 



FCH2-0 




OH 



H 

^ 'I 



RN 247173-51-9 CAPLUS 

CN lH-Iaidazole-4 -methanol, . alpha. -(6-Bsthoxy-5,7-dinethyl-2-naphthalenyl) 
. alpha. -d-nethylethyl)- (9CI) (CA INDEX NAKE) 



HeO 



i-Pr 




HH 247173-52-0 CAPLUS 

CN IH-lBiidazole- 4 -methanol, . alpha.- (6-brGmo-2-naphthalenyl) -. alpha.- (1- 
Bothylethyl)- (9CI) {CA INDEX NAME) 



Br 



RN 247173-53-1 CAPLUS 

CN lH-Imidaiole-4 -methanol. . alpha.- {6-aiaino-2-naphthalenyl) -. alpha.- (1- 
methylethyl)- (9CI) (CA INDEX NAME) 



RN 247173-54-2 CAPLUS 

CN Acetamide, N-[6-(l-hydroKy-l- (lH-imidazol-4-yl)-2-methylpropyl] -2- 
naphthalenyl]- (9CI) (CA INDEX NAKE) 



RN 247173-50-8 CAPLUS 

CN IH- Imidazole -4 -methanol, .alpha. -(6- (f luoromethoxy) -2-naphthalenyl] - 
.alpha. -d-iaethylethyl)- (9CI) (CA INDEX NAME) 



L4 ANSWER 12 OF 33 CAPLUS COPYRIGHT 2003 ACS 



i-Pr 



(Continued) 



AcNH 

RN 247173-5S-3 CAPLUS 

CN Urea, N' - [6-[l-hydroxy-l- (lH-iroida2ol-4-yl) -2-methylpropyl] -2- 
naphthaleryl]-N,H-diroethyl- (9CI) {CA INDEX NAME) 



i-Pr 



He2N-C-NH 



RN 247173-56-4 CAPLUS 

CN Urea, N- [6- [1-hydroxy-l- (lH-ifflidazol-4-yl) -2-nethylpropyl] -2-naphthalenyl] 
N' -methyl- (9CI) (CA INDEX NAKE) 



L4 ANSWER 12 OF 33 CAPLUS COPYRIGHT 2003 ACS (Continued) 
RN 247173-59-7 CAPLUS 

CN Ethanone, 1- [6- [l-hydroxy-l- (lH-inu.dazol-4-yl) -2-Bethylpropyl] -2- 
naphthalenyl]- (9CI) (CA INDEX NAME) 



Ac 



RN 247173-60-0 CAPLUS 

CN 1-Propanone, 1- t6-(l-hydroify-l- {lH-iBU.dazol-4-yl) -2-Bethylpropyl] -2- 
naphthalenyl]- (9CI) (CA INDEX NAME) 



i-Pr 
I 



Et-C 

!l 

0 




RN 247173-S7-S CAPLUS 

CN Methaneaulfonaaide, N- t6-f 1-hydroxy-l- (lH-iBidazol-4-yl) -2-«ethylpropyl] -2 
naphthalenyl)- (9CI) (CA INDEX NAME) 




II 
O 

RN 247173-5S-6 CAPLUS 

CN 2, S-Naphthalenedimethanol, . alpha. -lH-inidazol-4-yl-. alpha.- (1- 
methylethyl)- (9CI) (CA INDEX NAME) 




RN 247173-61-1 CAPLUS 

CN 1-Propanone, l-(6-tl-hydroxy-l-{lH-inddazol-4-yl) -2-Eethylpropyl] -2- 
naphthalenyl)-2-nethyl- (9CI) {CA INDEX NAME) 




0 



RN 247173-62-2 CAPLUS 

CN lH-Iiiiidazole-4 -methanol, . alpha. - (6-othyl-2-naphthalenyl) -. alpha. - (1 
methylethyl)- (9CI) (CA INDEX NAKE) 




RN 247173-63-3 CAPLUS 

CN lH-Iaidazole-4-B»ethanol, .alpha. - (1-methylethyl) -. alpha. - {6-nethyl-2- 
naphthalenyl)- (9CI] (CA INDEX NAME) 
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(Continued) 



i-Pr 
I 



He 



RH 217173-64-4 CAPLUS 

CN lH-Imidazole-4-Bethanol, .alpha. -(6-ethynyl-2-naphthalenyl) -. alpha. -(1- 
iiiethylethyl)- (9C1) (CA INDEX NAME) 



i-Pr 



HC=C 



RM 247173-65-5 CAPLUS 

CN lH-Iaidazole~4-iaethanol, . alpha. - (1-mathylethyl) -. alpha. - (6- (methylthio) -2- 
naphthalenyl)- t9CI) (CA INDEX HAKE) 



i-Pr 



RN 247173-66-6 CAPLUS 

CN lH-liaidazole-4-niBthanol, .alpha. - (6-raethoxy-l-methyl-2-naphthalenyl) ■ 
. alpha. -d-methylethyl)- (9CI) (CA INDEX NAME) 



HeO 




UN 247173-68-8 CAPLUS 

CN IH- Imidazole- 4 -methanol, . alpha. - (l-methylethyl) - . alpha. - (6-pc'Opyl-2- 
naphthalenyl)- (9CI) (CA INDEX NAME) 



n-Pr 




i-Pf H 
OH 



L4 ANSWER 12 OF 33 CAPLUS COPYRIGHT 2003 ACS (Continued) 
RN 247173-69-9 CAPLUS 

CN lH-Iaidazole-4-Bcthanoi, . alpha. - (1-nethylethyl) -.alpha. - [6- (1- 
iDethylethyl)-2-naphthalenyl]- (9C1) (CA INDEX NAME) 



i-Pr 



IT 



RN 
CN 



247174-67-0 

RL: RCT (Reactant) ; RACT (RoacCant or reagent) 

(prepn. of azolyljaethylnaphthalenes and related cospds. aa steroid 

C17,20-lya3e inhibitors) 
247174-67-0 CAPLUS 

Kethanone, (5-fluoro-6-metho)iy-2-naphthalenyl) -lH-iiaidazol-4-yl- (901 ) 
(CA INDEX NAHE) 



MeO 



IT 




247173-70- 
247173-73- 



247173-95- 



247174-16- 
247174-25- 



9P 





>l 










247173 


H 

-71 


-3P 


247173- 


72 


-4P 


247173 


-74 


-6P 


247173- 


■75 


-7P 


247173 


-ei' 


-5P 


247173- 


02 


-6P 


247173 


-65 


-9P 


247173-06 


-OP 


247173 


-09 


-3P 


247173-90 


-6P 


247173 


-93 


-9P 


247173- 


'94 


-OP 


247173 


-98 


-4P 


247173- 


99 


-5P 


247174 


-01 


-2P 


247174- 


03 


-4P 


247174 


-05' 


-6P 


247174- 


06 


-7P 


247174 


-08' 


-9P 


247174- 


09 


-OP 


247174 


-11' 


-4P 


247174-12 


-5P 


247174 


-17' 


-OP 


247174- 


24 


-9P 


247174' 


-26' 


-IP 


247174- 


29-4P 


247174 


-35 


-2P 


247174- 


36-3P 


247174' 


-39- 


-6P 


247174- 


40- 


-9P 


247174' 


-42- 


-IP 


247174- 


43-2P 


247174 


-45 


-4P 


247174- 


46-5P 


247174' 


-48- 


-7P 


247174- 


50- 


-IP 


247174' 


-52- 


-3P 


247174- 


54 


-5P 


247174 


-64 


-7P 


247174- 


65-8P 


247174' 


-69- 


-2P 


247174- 


72 


-7P 



RN 



247174-47-6? 
247174-51-2? 
247174-63-6P 

247174-66-9P 247174-69-2P 247174-72-7? 

RL: RCT (Reactant); SPN (Synthetic preparation) j PREP (Preparation)! PACT 
(Reactant or reagent) 

(prepn. of azolylmethylnsphthalenes and related compda. as steroid 

C17,20-lya3e inhibitors) 
247173-70-2 CAPLUS 



L4 AKSVER 12 OF 33 CAPLUS COPYRIGHT 2003 ACS (Continued) 
CN lH-Iiaida2ole-4-methanol, . alpha. - (6-methoxy-2-naphthalenyl) -1 
(triphenylnethyl) - (9C1) (CA INDEX NAME) 



OH 




CPh3 

RN 247173-71-3 CAPLUS 

CN Methanone, (6-oietho»fy-2-naphthalonyl) [ 1- (triphenylmethyl) -lH-iioidazol-4- 
yl]- (9CI) (CA INDEX NAME) 



L4 ANSWER 12 OF 33 CAPLUS COPYRIGHT 2003 ACS (Continued) 




CPh3 

RN 247173-75-7 CAPLUS 

CN 4-Pyridinemethanol, . alpha. - {6-methoxy-2-naphthalenyl) - . alpha. - (1- 
(triphenylmethyl)-lH-iiiddazol-4-yl]- (9CI) (CA INDEX NAHE) 



0 




CPh3 

RN 247173-72-4 CAPLUS 

CN Methanone, lH-imidazol-4-yl (6-neth0xy-2-naphthalenyl) - (9CI) (CA INDEX 
NAHE) 




RN 247173-73-5 CAPLUS 

CN lH-Iiiu.dazole-4-methanol, .alpha. - (6-raethoKy-2-naphthalenyl) -.alpha. -methyl- 
l-( triphenylnethyl)- (9C1) (CA INDEX NAME) 



He 




CPh3 

RN 247173-74-6 CAPLUS 

CN 3-Pyridinea«thanol, . alpha. - (6-iaethoxy-2-naphthalenyl) -.alpha. - ( 1 
(triphenylnethyl) -lH-iaidazol-4-yl]- (901) (CA INDBt NAHE) 




C?h3 

RN 247173-76-8 CAPLUS 

CN lH-Iiaidazole-4 -methanol, .alpha. - (6-iaethoxy-2-naphthalenyl) -. alpha. -phenyl 
l-{triphenyloethyl)- (9CI) (CA INDEX NAME) 



OH 




RN 247173-81-5 CAPLUS 

CN IH- Imidazole- 4 -methanol, .alpha.- [6- (phenylaethoxy) -2-naphthaienylJ -l- 
(tripheny^aethyl) - (9CI) (CA INDEX NAME) 



OH 




CPh3 

RN 247173-82-6 CAPLUS 

CN Kethanone, [6- (phenyloethoxy) •2'naphthalenyl] [1- (triphenylnethyl) -IH- 
iaidazol-4-yl] - (9CI| (CA INDEX NAME) 
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0 




CPh3 

RN 247173-B3-7 CAPLUS 

CN lK-Iaidazole-4-methanoI, . alpha. - (1-methylethyl) -. alpha. - [6- 

(phenylinethoxy)-2-naphthalenyl]-l-(tciphenylmethyl)- (9CI) (CA INDEX 
MAHE) 



i-Pr 




CPh3 

RH 247173-85-9 CAPLUS 

CK lH-Imidazole-4-aethanol, . alpha. - (6-hydroi(y-2-naphthalenyl) -. alpha. - (1 
methylethyl)-l-(triphenylnethyl)- OCI) (CA INDEX NAHE) 



i-Pr 




CPh3 

RN 2*7173-86-0 CAPLUS 

CN lH-liaidaiole-4-oethanol, . alpha. - [6- (acetyloKy) -2-naphthalflnyl) alpha.- (1 
Dethylet:hyl)-l-(triphenylnethyl) - (9CI) (CA INCEX NAME) 



i-Pr 




CPh3 

RN 247173-88-2 CAPLUS 

CN IH-Iraidazole, 4- (l-Mthoxy-l- (6-iiiethoxy-2-naphthalenyl) ethyl] -1 
ttriphenylmethyll- (9CI} (CA INDEX NAHE) 



L4 ANSWER 12 OF 33 CAPUJS COPYRIGHT 2003 ACS (Continued) 



Me 




CPh3 

RN 247173-89-3 CAPLUS 

CN Methanone, lH-imidazol-4-yl-2-naphthalenyl- (9CI) (CA INDEX NAME) 




RN 247173-90-6 CAPLUS 

CN lH-liiiidazole-4 -methanol, .alpha.* (6*06 thoxy-2>naphthalenyl) - . alpha. - (1 
methylethyl)-l-(ttriphenylmethyi)- (9CI) (CA INDEX NAME) 



i-Pr 




CPh3 

RN 247173-92-8 CAPLUS 

CN IH-Iaidazole, 4- [1-raethoKy-l- (6-methoxy-2-naphthalenyl) -2-iaethylpropyl] -1 
(triphenylmethyl)- (9CI) (CA INDEX NAME} 



i-Pr 




CPh3 

RN 247173-93-9 CAPLUS 

CN IH- Imidazole, 4-{iaethoxy (6-iaethoxy-2-naphthalenyl) nethyl] -1- 
(triphenylnethyl)- (9CI| (CA INDEX NAME) 



L4 ANSVER 12 OF 33 CAPLUS COPYRIGHT 2003 ACS (Continued) 



OHe 




CPh3 

RN 247173-94-0 CAPLUS 

CN IH- Imidazole, 4-{ (6-methGxy-2-naphthalenyl) (l-methylethoxy) methyl] -1- 
(triphenylnethyl)- (9CI} (CA INDEX NAME) 



OPr-i 




CPh3 

RN 247n3-9&-l CAPLUS 

CN Methanone, (S-chloro-6-methoxy-2-naphthaienyl) -lH-iinidazol-4-yl- (SCI) 
(CA INDEX NAME) 



CI 




RN 247173-98-4 CAPLUS 

CN lH-Iniidazole-4 -methanol, . alpha. -{5- [1- [ ( (1, 1- 

dimethylethyDdimethylsilyl] oxy] ethyl] -6-methOKy-2-naphthalenyl] -1- 
(triphenylfflethyl)- (9CI) (CA INDEX NAME) 



OH 




t-Bu-Si-0 



RN 247173-99-S CAPLUS 

CN Methanone, (S-(l-[ [ (1, l-dioethylethyl) dine thy IsilylJ oxy] ethyl] -6-Bethoxy-2- 
naphthalenyl] [1- (triphenylmethyl) -lH-iEiidazol-4-yl]- (9CI) (CA INDEX 
NAME) 



L4 ANSVER 12 OF 33 CAPLUS COPYRIGHT 2003 ACS (Continued) 



0 




t-Bu-Si— 0 
I 

He 



RN 247174-00-1 CAPLUS 

CN Methanone, t5-[l-[ [ (1, 1-dinothylethyl) dimethylsilyl] oxy] ethyl] -6-nethoxy-2 
naphthalenyl]-lH-iniida2ol-4-yl- (9CI) (CA INDEX NAHE] 



He 
I 

t-Bu- si-0 




CN Methanone, lH-imidazol-4-yl(6- (phenylmethoxy) -2-naphthalenyl) - (9CI) (CA 
INDEX NAHE) 




RN 247174-03-4 CAPLUS 

CN lH-ICLidazole<-4-methanol, . alpha. - [6-methoxy-S- (1-methylethenyl) ~Z- 
naphthalenyl]-!- (triphenylmethyl)- (9CI) (CA INDEX NAHE) 



OK 




li 



RN 247174-04-5 CAPLUS 

CN Methanone, [6-nethoxy-S- (l-nethylethenyl) -2-naphthalenyl] (1 
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(triphenylaethyl)-lH-iBiiciaroI-4-yl]- (9CI) (CA INDEX NAHE) 



HeO 




CPh3 



U ANSVER 12 OF 33 CAPLUS COPYRIGHT 2003 ACS (Continued) 
RN 247174-08-9 CAPLUS 

CN Propanoic acid. 2, 2-dinethyl-, 6-ll-hydroKy-2-oethyl-l-tl- 

(triphenylmethyl) -lH-ieiidazol-4-yl] propyl] -2-naphthalenyl eater (9CI) 
INDEX NAME) 



(CA 



i-Pr 



O 
II 

t-Bu-C-0 



CPh3 



RN 247174-05-6 CAPLUS RN 247174-09-0 CAPLUS 

CN Methanone, lH-iiiiidazol-4-yl[6-metho3cy-5-{l-aethylethenyl) -2-naphthalenyl] - CN lH-Iniidazole-4-nethanol, . alpha. - [6- (2-iMthoxyothoxy) -2-naphthalenyl] - 

(9Cn (CA INDEX NAME) . alpha. - (1-methylethyl) -1- (tripheny Inethyl) - (9CI) (CA INDEX NAME) 



CH2 
II 

C-He 




CN Propanoic acid, 2, 2-dinothyl-, ( {6- [l-hydcoxy-2-nethyl-l-(l- 

(triphenylmethyl) -IH-iaidazol- 4 -yl] propyl] -2-naphthalenyl] oxy] methyl ester 
(9CI) (CA INDEX NAME) 



i-Pr 




CPh3 

RN 247174-07-S CAPLUS 

CN lH-linidazole-4-niethanol, . alpha. - [6- (1-raethylethoxy) -2-naphthalenyl] - 
. alpha.- (l-iaethylethyl)-l-(triphenylmethyll- {9CI) (CA INDEX NAME) 



i-Pr 




CPh3 



i-Pr 




CPh3 



RN 247174-10-3 CAPLUS 

CN Methanone, {6-etho)cy-2-naphthalenyl) [1- (triphenylnethyl) -lH-iiiiidazol-4-yl] - 
(9CI) (CA INDEX NAHE) 



0 




CPh3 

RN 247174-11-4 CAPLUS 

CN lH-Iiiiidazole-4 -methanol, .alpha. - (6-ethoify- 2-naphthalenyl) - .alpha. - (l- 
Blethylethyl) -1- (triphenylmethyl) - (9CI) (CA INDEX NAME) 



i-Pr 




CPh3 



RN 247174-12-5 CAPLUS 

CN Methanone, (6, 7-diiiiethoxy-2-naphthalenyl) -lH-i(nidazol-4-yl- {9CI) (CA 
INDEX NAHE) 
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RN 247174-16-9 CAPLUS 

CN lH-Imidazole-4-inethanol, . alpha. - (6- [ [ (1, l-dimethylethyDdimethylsilyl] oxy 
] -2-naphthalenyl] -.alpha.- (1-methylethyl) -1- (triphenylmethyl) - (9CI) (CA 
INDEX NAME) 



i-Pr 




Me 



RN 247174-17-0 CAPLUS 

CN lH-Imidazole-4 -methanol, . alpha. - [6- [ [ (1, l-diisethylethyl)dimethyl9ilyl]oxy 
] -2-naphthalenyl]-. alpha. -(l-«ethylethyl)- (9CI) (CA INDEX NAME) 




He 



RN 247174-24-9 CAPLUS 

CN lH-lBiidazole-4-nethanol, .aipha.-t7-methoxy-6-(phenylmethoxy) -2 
naphthalenyl]- (9Cn (CA INDEX NAME) 




RN 247174-25-0 CAPLUS 

CN Methanone, lH-itiidarol-4-yl(7-raethoxy-6- (phenylnethoxy) -2-naphthalenyl] - 
(9Cn (CA INDEX NAME) 
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RN 247174-26-1 CAPLUS 

CN lH-Iiidda2ole-4-raethanol, .alpha. - [7-methoxy-6- (phenylnethoxy) -2- 
naphthalenyl]-. alpha. -d-raethylethyl)- (9CI) (CA INDEX NAME) 




RN 247174-29-4 CAPLUS 

CN lH-Imidazole-4-methanol, .alpha.- (5-ethenyl-6-»ethoxy-2-naphthalenyl) - 
.alpha.- (1-methylethyl) -1- (triphenylmethyl)- (9CI) (CA INDEX NAME) 



i-Pr 




RN 247174-31-8 CAPLUS 

CN lH-Iiftidazole-4-methanol, . alpha. - (6- (f luoroaethoxy) -2-naphthalenyl] 
.alpha.- (1-methylethyl) -1- (triphenylmethyl)- (9CI) (CA INDEX NAME) 



i-Pr 




CPh3 

RN 247174-35-2 CAPLUS 

CN lH-Im.dazole-4-nethanol, . alpha. - (6-methoicy-5. 7-dinethyl-2-naphthalenyl) - 
(9CI) (CA INDBt NAME) 




Me 
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RN 247174-36-3 CAPLU5 

CN Hflthanona, lH-iinidazol-4-yl{6-methQxy-5,7-dimethyl-2-naphthalenyl)- (9CI) 
(CA INDEX NAME) 




Me 



RN 247174-38-5 CAPLUS 

CN IH- I Bidazole- 4 -methanol, . alpha. - l6-broao-2-naphthalenyl) -.alpha. - (1 
aethylethyl)-l-(triphenyliaethyl) - (9CI> (CA INDEX NAME) 



i-Pr 




CPh3 

RN 247174-39-6 CAPLUS 

CN lH-Iiu.dazole-4-Dethanol, .alpha. -{6-[ (dlphenylmethylene) amino] -2- 

naphthalenyl] -.alpha. - (1-raethylethyl) -1- (tciphenylmethyl) - (SCI) (CA 
INDEX NAME) 



i-Pr 




CPh3 

BN 247174-40-9 CAPLUS 

CN lH-lEiidazole-4-Bethanol, .alpha. - (6-amino-2-naphthalenyl) - . alpha. - ll- 
methylethyl) -1- (triphenylraethyl) - (9CI) (CA INDEX NAME) 



i-Pr 




CPh3 

RN 247174-41-0 CAPLUS 
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CN Acetaniide, N- [6- [l-hydroxy-2-acthyl-l- [1- (triphenylnethyl) -IH-inidazol- 
yl J propyl] -2-naphthalenyl]- (9CI) (CA INDEX NAME) 



i-Pr 




RH 247174-42-1 CAPLUS 

CN Urea, N* - [6- [l-hydroxy-2-Biethyl-l- [1- (triphenylaethyl) -lH-iniidazol-4- 
yl] propyl] -2-naphthalenyl] -N,N-diiaethyl- (9CI| (CA INDEX NAME) 



i-Pr 




RN 247174-43-2 CAPLUS 

CN Hethaneaulfonanide, H- [6- ( l-hydrO!{y-2-»ethyl-l-(l- (triphenylmethyl) -lH- 
iIftida^ol-4-y^]propyll -2-naphthalenyl) - (9C1) (CA INDEX NAME) 



i-Pr 




0 

RN 247174-44-3 CAPLUS 

CN 2-Naphthalenecarboxaldehyde, 6- [l-hydroxy-2-inothyl-l-[l- (triphenylraethyl) - 
lH-iEiidazol-4-yl] propyl)- (9CI) (CA INDEX NAME) 



i-Pr 




CPh3 

RN 247174-45-4 CAPLUS 

CN 2,6-Naphthalenodiraethanol, . alpha. - (1-methylethyl) alpha. - (1- 
(triphenylnethyl)-lH-ii(Lidazol-4-yl]- (9CI) (CA INDEX NAME) 
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i-Pr 




RN 247174-46-5 CAPLUS 

CN Ethanone, 1- [6- tl-hydroxy-2-nethyl-l- [1- (triphenylmethyl) -lH-imidazol-4- 
yl]propyl)-2-naphthalenyl)- (9CI) (CA INDEX NAME) 
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i-Pr 




RN 247174-51-2 CAPLUS 

CN lH-Imidazole-4-niothanol, . alpha. - {6-ethyl-2-naphthalonyl) -. alpha. -( 1- 
oethylethyl)-!- (triphenylaethyl)- (9CI) (CA INDEX NAME) 




CPh3 



i-Pr 




CPh3 



RN 247174-47-6 CAPLUS 

CN 1-Propanone, l-{6-tl-hydroxy-2-m8thyl-l- [1- (triphenylmethyl) -lH-imidazol-4- 
yl] propyl] -2-naphthalenyl]- (9CI) (CA INDEX NAME) 



RN 247174-52-3 CAPLUS 

CN lH-Iniidazole-4 -methanol, . alpha. - (1-methylethyl) - . alpha. - (6-oethyl-2- 
naphthaienyl)-l-( triphenylraethyl)- (9CI) (CA INDEX NAME) 



i-Pr 




CN l-Propanon«, 1- [6- (l-hydro»cy-2-me thy i-1- [1- (triphenylmethyl) -lH-iiaidazol-4- 
yl] propyl) -2-naphthalenyl) -2-aethyl- (9CI) (CA INDEX NAME) 



i-Pr 




CPh3 



O 



RN 247174-SO-l CAPLUS 

CN lH-Inidazol«-4-aethanol, .alpha.- (6-ethenyl-2-naphthal«nyl) -.alpha.- (1- 
methylethyl)-l- (triphenylmethyl)- (9CI) (CA IN0E3{ NAME) 



i-Pr 




CPh3 



RN 247174-54-5 CAPLUS 

CN lH-Iaidazole-4-Bethanol, .alpha. - (6-ethynyl-2-naphthal«nyl) -. alpha. - (1- 
raethylethyl)-!- (triphenylmethyl)- (9C1) (CA INDEX NAME) 



i-Pr 




CPh3 



RN 247174-63-6 CAPLUS 

CN lH-Iiaidazole-4-nethanol. . alpha. - (1-methylethyl) -. alpha. - (6- (2-propenyl) -2- 
naphthaleftyl)-l-( triphenylmethyl)- (SCI) (CA INDEX NAME) 



i-Pr 
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naphthal«nyl|-l-{tciph«nylmothyl)- (9CI) (CA INDEX NAME) 

RH 247174-61-7 CAPLUS 

CN lH-Iiaidazole-4-BOthanol, .alpha.- (l-methylethyl) -.alpha. - (6-pcopyl-2- 



naphthalenyl)-l-{tciphenylmethyl)- (901) (CA INDEX NAME) j.pr 




ARE 4 CITED REFERENCES AVAILABLE FOR THIS 



CyhS RECORD. ALL CITATIONS AVAILABLE IN THE RE FORMAT 

RN 247174-65-8 CAPLUS 

CH lH-Ioidazole-4-nethanol, . alpha. -[6- (1-nethylethenyl) -2-naphthalenyl] - 
. alpha. -(l-aethylethyl)-l-{triph«nylnethyl)- (9CI) (CA INDEX NAME) 




RN 247174-66-9 CAPLUS 

CN lH-Imidazole-4 -methanol, . alpha. - (l-nethylethyl) alpha. - [6- (1- 

iDethylethyl)-2-naphthalenyl]-l-(triphenylmethyl|- {9CI) (CA INDEX NAME) 



i-Pr 




CPh3 

RN 247174-69-2 CAPLUS 

CN lH-lHidazol8-4-methanol, . alpha, - {6-ethoxy-2-naphthalenyl) -1- 
(triphenyloethyl) - (9CI) (CA INDEX NAME) 



OH 




CPh3 

RN 247174-72-7 CAPLUS 

CN IH-lmidazole-* -methanol, .alpha. - (l-nethylethyl) -.alpha. - (6-propoxy-2- 
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1999:375530 CAPLUS 
131:19013 

Preparation of . alpha. 2B and .alpha. 2C adrenoceptor 
agonists 

Chow, Ken; Gil, Daniel W.j Burke, James A.j Harcourt, 
Dale A.; Garst, Michael E.; Wheeler, Larry A.; Munk, 
Stephen A. 

Allergan Sales, Inc., USA 

PCT Int. Appl., 121 pp. 

CODEN: PIXXD2 

Patent 

English 

4 



PATENT NO. 



KIND DATE 



APPLICATION NO. DATE 



WO 9928300 
W 



Al 19990610 



RV: 



CA 2312334 
AU 9916025 
AU 744798 
EP 1036065 



WO 1993-US25669 19981203 
AL, AH, AT, AU, AZ, BA, BB, BG, BR, BY, CA, CH, CN, CU, CZ, 
DK, EE, ES, FI, GB, GE, GH, CH, HR, HU, ID, IL, IS, JP, KE, KG, 
KP, KR, K2, LC, LK, LR, LS, LT, LU, LV, MD, MG, MK, MN, MW, MX, 
NO, NZ, PL, PT, RO, RU, SD, SE, SG, SI, 3K, SL, TJ, TM, TR, TT, 
UA, UG, UZ, VW, YU, ZW, AM, AZ, BY, KG, KZ, HD, RU, TJ, TH 
GH, GM, KE, LS, MW, SD, SZ, UG, ZW, AT, BE, CH, CY, 
FI, FR, GB, GR, IE, IT, LU, MC, NL, PT, SE, BF, BJ, CF, CG, 
CM, GA, GN, GW, ML, MR, NE, SN, TD, TG 

CA 1998-2312334 19981203 
AU 1999-18025 19981203 



DE, 



DK, ES, 
CI, 



AA 
Al 
B2 
Al 



19990610 
19990616 
20020307 
20000920 



BR 9S133B1 
JP 2001&24542 
NO 2000002773 
US 2002156076 
PRIORITY APPLN. INFO 



OTHER SOURCE tS) 
AB 



19981203 
19981203 
20000530 
20010906 
A 19971204 
W 19981203 
82 19981204 
B3 19990610 
Al 20001005 



IT 



RN 
CN 



EP 1998-962883 19981203 
R: AT, BE, CH. DE. DK, ES, FR, GB, GR, IT, LI, LU, NL, SE, HC, PT, 
IE, FI 

A 20001003 BR 1998-13381 

T2 20011204 JP 2000-523194 

A 20000802 NO 2000-2773 

Al 20021024 US 2001-948001 

US 1997-985347 I 
WO 1998-US25669 \ 
US 1998-205597 
US 1999-329752 
US 2000-679919 
MARFAT 131:19013 
Title cotapda. of diverse structural type vere prepd. Thus, 
7-tBethoxy-l-tetralQne vas condensed vith l-dinethylsulf aaoyl-2-tert- 
butyldiDethylsilyl-S-intidazolecarbaxaldehyde (prepn. given) and the 
product converted in 3 steps to 4 (5) - (7-iaethoxy-l, 2, 3, 4-tetrahydronaphth-2- 
ylaethyl) -IH-iiaidazole. Data for hiol. activity of title cojnpds. were 
given. 

15705e-44-lP 15705e-47-4P 1570Se-S2-lP 
15705e-S5-4P 226570-09-4? 226S71-02~4P 
22C571-05-7P 226S71-13-7P 226571-14-ep 
22C571-2S-1P 226S71-28-ZP 226371-35-3? 
226571-36-4P 226571-37-5? 226571-43-3? 
22S571-55-7P 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified)) SPN (Synthetic preparation)! THU (Therapeutic use); 
BIOL (Biological study)! PREP (Preparation); USES (Uses) 

(prepn. of . alpha. 2B and . alpha. 2C adrenoceptor agonists) 
157058-44-1 CAPLUS 

l(2H)-Naphthalenone, 3, 4-dihydro-2- (lK-iEU.dazol-4-ylaethyl) - (9CI) (CA 
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INDEX NAME) 




RN 1570SB-47-4 CAPLUS 

CN 1 (2H) -Naphthalenone, 3, 4-dihydro-2- {lH-iiaidazol-4-ylmethyl) -7-iaethoicy- 
(9CI) (CA INDEX NAME) 



RN 157058-52-1 CAPLUS 

CN IH-Iraidatole, 4-[ (1, 2, 3, 4-tatrahydro-2-naphthalenyl}methyl] - (9CI) (CA 
INDEX NAME) 



RN 157058-55-4 CAPLUS 

CN IH-Imidazole, 4- [ (1, 2, 3, 4-tetrahydro-7-iaethoxy-2-naphthalenyl) nethyl] - 
(9CI) (CA INDEX NAME) 



RN 226570-89-4 CAPLUS 

CN IH-Inidazole, 4-[ (1, 2, 3, 4-tetrahydro-7-Bethoxy-2-naphthalenyl) methyl] 
monohydrochloride (9CI) (CA INDEX NAME] 



• HCl 
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RN 226S71-02-4 CAPLUS 

CH 1 (2H) -Naphthalenone. 3, <, 5,6, 7, 8-liexahirdro-2- (IH-imidarol-l-ylmethyl) - 
(9CI) (CA INDEX NAME) 




N — N 



RN 226571-05-7 CAPLUS 

CN IH-Inidazole, 4-( (1,2,3,4. 5,6, 7, 8-octahydro-2-naphthalenyl)roethyii - (9CI) 
(CA INDEX KAHE) 



oa 




H 



Ke 



RN 226571-26-2 CAPLUS 

CN 1 (2H) -Naphthalenone, 3, 4-dihydro-2- (lH-iBiidazol-4-ylmethyl) -4-methyl- 
(9CI) (CA INDEX NAME) 




RN 226571-13-7 CAPLUS 

CN IH- Imidazole, 4-{ [ (2S) -1, 2, 3, 4-tetcahydro-2-naphthaienyl] methyl] - (9CI) 
(CA INDEX NAME) 

Absolute stereochemistry. 




RN 226571-14-8 CAPLUS 

CN IH-Imidazole, 4- ( C (2R) -1, 2, 3, 4-tetrahydro-2-naphthalenyl]roethyl] - (SCI) 
(CA INDEX NAME) 



RN 226571-35-3 CAPLUS 

CN IH-Imidazole, 4-( (1, 2, 3, 4-tfltrahydco-4 , 4-diinethyl-2-naphthalenyl)methyl] • 
(9CI) (CA INDE3( NAME) 



Me He 




CH2-^ > 



RN 226571-36-4 CAPLUS 

CN IH-Inidaiole, 4- [ (1, 2, 3, 4-tetrahydco-7-(nethyl-2-naphthalenyl) methyl] 
monohydrochloride (9CI) (CA INDEX NAME) 



Absolute atereochenistry. 




RN 226571-25-1 CAPLUS 

CN IH- Imidazole, 4-{ (1, 2,3,4-tetrahydro-4-raethyl-2-naphthalenyl)methyl] ■ 
(9CI) (CA INDEX NAME) 



• HCl 



RN 226571-37-5 CAPLUS 

CN 1 (2H) -Naphthalenone, 3, 4 -di hydro- 2- (lH-imidazol-4-ylmethyl) -7-nethyl- 
(9CI) (CA INDEX NAME) 
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(9CI) (CA INDEX NAME) 



RN 226571-43-3 CAPLUS 

CN 1 (2H) -Naphthalenone, 3, 4, 5, 6, 7, 8-hexahydco-2- {lH-imidazol-4-ylinethyl) ■ 
monohydrochloride (9CI) (CA INDEX NAME) 



OH 



REFERENCE COUNT: 



7 THERE ARE 7 CITED REFERENCES AVAILABLE FOR THIS 

RECORD. ALL CITATIONS AVAILABLE IN THE RE FORMAT 




H 



• HCl 



RN 226571-55-7 CAPLUS 

CN IH-Imidazole, 4-[(l,2,3,4,5,6, 7,8-octahydro-2-naphthalenyl) methyl]-, 
(2E}-2-butenedioate (2:3) (9CI) (CA INDEX NAME) 

CM 1 

CRN 226571-05-7 
CHF C14 H20 N2 



oa 



^N 



CM 2 

CRN 110-17-8 
CHF C4 H4 04 



Double bond geometry as shown. 
^ ^ ^C02H 



H02C 



IT 226S71-57-9P 

RL: RCT (Reactant) f SPN (Synthetic preparation)) PREP (Preparation)! RACT 
(Reactant or reagent) 

(prepn. of . alpha. 2B and . alpha. 2C adrenoceptor agonists) 
RN 226571-57-9 CAPLUS 

CN 1-Naphthalenol, 1,2, 3, 4-tetrahydro-2-(lH-ittiidazQl-4-ylmethyl) -7-raothoxy- 
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1999:244636 CAPLUS 
130:2S2360 

Preparation of dlKydronaphthalene confounds 
Hartmann. Rolf Wolfgang: Vachall, Bertili Yoahihana, 
Hakotof Nakakoshii Masaaichii NoaotOr Shin; Ikeda, 
Yoshikazu 

Yukijirushi Nyugyo Kabuahiki Kaisha, Japan 

PCT Int. Appl.. 70 pp. 

CODEN: FIXXD2 

Patent 

Japanese 

1 



PATENT NO. 



KIND DATE 



APPLICATION NO. DATE 



vo 


991807S 


Al 


19990415 


tfO 1998-JP4425 


19981001 




V: AU, CA, 


CN, FI, 


HU, IL, 


JP, KR, MX, NO, N2, RU, 


US 




RV: AT, BE, 


CH, CY, 


DE, DK, 


ES, FI, FR, GB, GR, IE, 


IT, LU, 




PT, SE 










ZA 


9808954 


A 


19990412 


ZA 1998-8954 


199S1001 


AU 


9892810 


Al 


19990427 


AU 1998-92810 


199B1001 


AU 


743405 


B2 


20020124 






EP 


1028110 


Al 


20000816 


EP 1996-945556 


19981001 




R: AT, BE, 


CH, OE, 


DK, E5, 


FR, GB, IT, LI, NL, SE 




FI 


2000000207 


A 


20000201 


FI 2000-207 


20000201 


NO 


20000012B9 


A 


20000310 


NO 2000-1289 


20000310 


US 


2002032211 


Al 


20020314 


US 2001-866179 


20010525 


PRIORITY APPLN. INFO 






JP 1997-284263 A 


19971002 










VO 1998-JP442e V 


19981001 










US 1999-424126 Bl 


19991117 



OTHER SOURCE (S) : 
GI 



HARPAT 130:252360 




Afl 



IT 



Dihydronaphthalene costpds. I (Rl - H, OH, alkyloxyf R2 « alkyl, aralkyl, 
Ph; R3 - alkyl, Ph, pyridyl, iiaidazolyl) , useful as 17. alpha. - 
hydroxyla3e/C17-20-lya3e inhibitors, thromboxane A2 synthesis inhibitors, 
and aromatase inhibitors, were prepd. I (Rl - H, R2 - He, R3 - 3-pyridylJ 
showed 17. alpha. -hydroxylase/C17-20-lya3e and aromatase inhibitor 
activi ty. 

lS70Sa-45-2P 157058-4e-3P lS705a-47-4P 
2216S1-52-1P 221651-54-3P 221651-56-5P 
221651-61-2P 22ie51-C4-5P 

RL: IMF (Industrial manufacture); RCT (Reactant) ; SFN (Synthetic 
preparation) ; PREP (Preparation) ; RACT (Reactant or reagent) 
(prepn. of dihydronaphthalenes) 



L4 ANSVER 14 OF 33 CAPLUS COPYRIGHT 2003 ACS (Continued) 
RN 157058-45-2 CAPLUS 

CN 1 (2H) -Naphthalenone, 3, 4-dihydro-2- (lH-iraidazol-4-ylmethyl) -5-methoJfy- 
(9CI) (CA INDEX NAME) 




RN 157058-46-3 CAPLUS 

CN 1 (2H) -Naphthalenone, 3, 4-dihydro-2- (lH-inidazol-4-ylmethyl) -6-methoity- 
(9CI) (CA INDEX NAME) 



-1> 



RN 157058-47-4 CAPLUS 

CN 1 {2H) -Naphthalenone, 3, 4-dihydro-2- (lH-imidazol-4-ylBethyl) -7-Bethoxy- 
(9CI) (CA INDEX NAME) 



KeO 




RN 221651-52-1 CAPLUS 

CN 1 (2H) -Naphthalenone, 5-ethoKy-3, 4-dihydro-2- (lH-iiaidazol-4-ylmethyl) ■ 
(9CI) (CA INDEX NAME) 



OEt 




RN 221651-54-3 CAPLUS 

CN 1 (2H) -Naphthalenone, 6-ethoxy-3, 4-dihydco-2- (lH-imidazol-4-ylittcthyl) ■ 
(9CI) (CA INDEX NAME) 
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EtO 




RN 221651-56-5 CAPLUS 

CN 1 {2H) -Naphthalenone, 7-ethoxy-3, 4-dihydro-2- (lH-iiaidazol-4-ylmethyl) ■ 
(9CI) (CA INDEX NAME) 



RN 221651-61-2 CAPLUS 

CN 1 (2H) -Naphthalenone, 3, 4-dihydro-2- (lH-iBLLdazol-4 -ylmethyl) -6-propoxy- 
(9CI) (CA INDEX NAME) 



n-PrO 




CH2-<( > 
*— N 



RN 221651-64-5 CAPLUS 

CN 1 (2H) -Naphthalenone, 3, 4-dihydro-2- (lH-iaidazol-4 -ylmethyl) -6- (2- 
pethyipropoxy) - (9CI) (CA INDEX NAME) 



i-BuO 
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1998:543217 CAPLUS 
129:149262 

Preparation and biological activity of 

iniidazopyridoindole and iioidazopyridobenzothiophene 

combinatorial libraries 

Ostresh, John M. 

Trega Biosciences, Inc., USA 

PCT Int. Appl., 82 pp. 

CODEN: PIXX02 

Patent 

English 

1 



PATENT NO. 



KIND DATE 



APPLICATION NO. DATE 



VO 9834112 

V: AL, AH, 

DK, EE, 

LC, LK, 

PT, RO, 

VN, YU, 

RW: GH, KE, 

GB, GR, 

GN, ML, 
US 5856107 
AU 9853740 
PRIORITY APPLN, INFO 

OTHER SOURCE (S) : 
GI 



Al 19980806 



AT, AU 
ES, FI 
LR, LS 
RU, SD 
ZV, AM 
LS, MV 
IE, IT 
MR, NE 

A 

Al 



AZ, BA, 
GB, GE, 
LT, LU, 
SE, SG, 
AZ, BY, 
SD, SZ, 
LU, MC, 
SH, TO, 
19990105 
19980825 



VO 1997-US22286 
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LV, MD, KG, HK, HN, MV, 

SI, SK, SL, TJ, TM, TR, 

KG, KZ, HD, RU, TJ, TM 

UC, ZV, AT, BE, CH, DE, 

NL, PT, SE, BF, BJ, CF, 
TG 



US 1997-794364 
AU 1998-53740 
US 1997-794364 
VO 1997-US22286 
MARPAT 129:14 9262 



19971205 

CN, CU, CZ. DE, 

KG, KF, KR, XZ, 

MX, NO, NZ, PL, 

TT, UA. UG, UZ, 

DK, ES, FI, FR, 
CG, CI. CM, GA, 

19970204 
19971205 
19970204 
19971205 




AB The invention provides a rapid approach for combinatorial synthesis and 
screening of libraries of inidazopyridoindole and 

imidazopyridobenzothiophenes I [Rl - K, halo, (un) protected OH, aoino, 
(un) protected carboxy; R2 - H, (un) substituted Cl-10 alkyl, 
(un) substituted Ph, (un) substituted C7-16 phenylalkyl, (un) substituted 
C3-7 cycloalkyl, (un) substituted naphthyl; R2 aay form piperidine or 
benzopiperidine ring with the adjacent N; R3 - (un) substituted Cl-10 
alkyl, (un) substituted C2-10 alkenyl, (un) substituted C3-7 cycloalkyl, 
(un) substituted Ph, (un) substituted C7-16 phenylalkyl, (un) substituted 
naphthyl, (un) substituted heterocycle; X - N, Si Y - H, Me]. The present 
invention further provides methods of prepg. the libraries and the 
individual cocpds. aade by the cosi>inatorial synthesis. Reactivity ratios 
for aoidation of 85 carboxy lie acids to resin-bound dipeptide decivs. are 
also given, along with reactivity ratios for soiid-phase peptide coupling 
of 25 N-protected aaino acids. Thus, 121 sublibrarles I, prepd. by 
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syatematicalXy varying Rl (and X and Y) , R2, and R3 were prepd. via 
solid-phase peptide coupling of a tryptophan or (benzothienyl) alanine 
deriv, (variables Rl, X, and f) to a benzhydrylanine resin, coupling of 
another amino acid residue (variable R2) , coupling of a carboxylic acid 
residue (variable R3) , P0C13-induced ring closure, and K7 resin cleavage. 
All 121 prepd. sublibraries were tested for antinicrobial activity and 
.Eiu. -opioid receptor binding. 

IT 210982-44-BDP, combinatorial library derivs. 2l09e3-86-lDP 
, combinatorial library derivs. 

RL: BAC (Biological activity or effector, except adverse); B5U (Biological 
study, unclassified) i SPN (Synthetic preparation) ; THU (Therapeutic use) > 
BIOL (Biological study); PREP (Preparation); USES (Uses) 
(prepn. and biol. activity of imidazopyridoindole and 
inidazopyridobenzothiophene coobinatorial libraries) 
RN 210932-44-6 CAPLUS 

CN 5H-Iiaidazotl' , 5' : 1, 2) pyrido(3, 4-b] indole-S-carboxaaide, 

6, ll-dihydro-l-(2-naphthalenyliaethyl)- (9CI) (CA INDEX NAME) 




RN 210983-86-1 CAPLUS 

CN [1] Benzothieno[2,3-cJiBiidazo[l, 5-a]pyridine-5-carboKamide, 
5,6-dihydro-l-(2-naphthalenylroethyl)- (9CI) (CA INDEX NAME) 




C-NH2 



REFERENCE COUNT: 
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AB 



IT 



CAPLUS COPYRIGHT 2003 ACS 
1996:358249 CAPLUS 
125:75343 

synthesis and evaluation of azole-aubstituted 
tetrahydronaphthalenes as inhibitors of P4 50 aron, 
P450 n and P4S0 TxA2 

Hartmann, Rolf W.; Frotscher, Martin; Ledergerber, 
Dorothea; Waechter, Gerald A. i Gruen, Gertrud L. » 
Sergejev, Tosi F. 

Fachrichtung 12. 1 Pharmazeutische Chemie, Univ. 
Saarlandes, Saarbruecken, D-66041, Germany 
Archiv der Pharaazie (Veinheira, Germany) (1996), 
329(5), 251-261 

CODEN: ARPHAS) ISSN: 0365-6233 
VCH 

Journal 
English 

In search of potential drugs for the treatment of estrogen- and 
androgen-dependent cancer as well as the prophylaxis of metastases, 
tetralones, tettalins, and dihydronaphthalenes bearing of 0CH3 substituent 
at the benzene nucleus and an iiaidazol-4-yl, iaidazol-l-yli or 
1, 2, 4-triazol-l-yl substituents in 2-position were synthesized with and 
without C2-3pacer between the rings. The compds. were tested in vitro for 
inhibition of the three target enzymes P 450 atom (human placental 
microsomes), F 450 17 (rat testicular microsomes), and P 450 TxA2 
(citrated human whole blood). To examine selectivity, some compds. were 
further tested in vitro for inhibition of P 450 18 (bovine adrenal 
mitochondrial), P 4 50 sec (bovine adrenal mitochondrial] and corticoid 
formation (aldosterone, corticosterone; ACTH stimulated rat adrenal 
tissue) . In vivo, selected compds. were examd. in Sprague Dawley rats 
regarding P 4 50 TxA2 inhibition, redn. of plasma testosterone concn., 
antiuterotropic activity (inhibition of the uterotropic activity of 
androstenedione) , redn. of plasma estradiol concn. (pregnant mares' serum 
gonadotropin-primed rats), and mammary tumor inhibiting activity 
(dioethylbenzanthcacene-induced tumor; pre- and postmenopausal model). In 
the series of imidazol-4-yl compds., which represent new azole inhibitors 
of steroidogenic P 450 enzymes, strong inhibitors of P 450 arora and/or P 
450 17 were found; 7-OCH3-2- (imidazol-4-ylmethylene) -1-tetralone (I) and 
7-OCH3-2- (imidazol-4-yliBethyl) -tetralin (II) are among the most potent 
inhibitors of P 450 area in vitro know so far. 1 is a selective 
inhibitor, whereas II shows in addn. strong Inhibition of P 450 17. In 
contrast to II, the 6-OCH3 deriv. is a selective inhibitor of P 4 50 17, 
being 50 times more potent than ketoconazole. Some imidazol-l-yl con^s. 
show a narked inhibition of P 450 TXA2: 2- (inidazol-l-ylmethyl) -1- 
tetralone is a selective inhibitor of P 4 50 TxA2, whereas 
7-OCH3-2- (iraidazol-l-ylmethyl) -tetralin as well as 2- (iaidazol-l-ylmethyl) - 
tetralin and 7-OCH3-2-imidazol-l-yl-3, 4-dihydronaphthalene addnl. show 
strong inhibition of P 450 arom and P 450 17. structure -activity 
relations are discussed. Regarding the other steroidogenic P 450 enzymes 
as well as corticosterone formation, the compds. show only slight 
inhibitory activity. Aldosterone formation, however, is inhibited at low 
concns. Nevertheless, I and II are more selective, i.e. inhibit 
aldosterone synthesis less than the well known inhibitor of P 4 50 arom 
fadrozole. The compds. show activity in the aforementioned in vivo tests. 
15705a-44-lP 15705e-45-2P 151058-46-3P 
157058-47-4P 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
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study, unclassified); PRP (Properties); RCT (Reactant) j SPN (Synthetic 
preparation) ; THU (Therapeutic use) ; BIOL (Biological study) ; PREP 
(Preparation); RACT (Reactant or reagent); USES (Uses) 

(synthesis and evaluation of azole-substituted tetrahydronaphthalenes 
as inhibitors of human and lab. animal cytochrome P 4 50 enzymes in 
relation to structure and hormone formation and uterotropic activity 
and mammary tumor inhibition) 
RN 157058-44-1 CAPLUS 

CN l(2H)-Naphthalenone, 3,4-dihydro-2- (lH-imidazol-4-ylraethyl) - (9CI) (CA 
INDEX NAME) 
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RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified); PRP (Properties); SPN (Synthetic preparation); THU 
(Therapeutic use) ; BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(synthesis and evaluation of azole-substituted tetrahydronaphthalenes 
as inhibitors of human and lab. animal cytochrome P 4 50 enzymes in 
relation to structure and hormone formation and uterotropic activity 
and mammary tumor inhibition) 
RN 157058-52-: CAPLUS 

CN IH-Imidazole, 4-[ (1,2, 3, 4-tetrahydro-2-naphthalenyl)methyl)- (9CI) (CA 
INDEX NAME) 



0 




RN 157058-45-2 CAPLUS 

CN 1 (2H) -Naphthalenone, 3, 4 -di hydro- 2- (lH-iiaidazol-4-ylmethyl) -5-methoxy- 
(9CI) (CA INDEX NAME) 




RN 157058-53-2 CAPLUS 

CN IH- Imidazole, 4-t (1, 2, 3, 4-tetrahydro-5-raethoxy-2-naphthalenyl) methyl] - 
{9CI) (CA INDEX NAME) 



OHe 



RN 157058-46-3 CAFLUS 

CN 1 (2H) -Naphthalenone, 3, 4-dihydro-2- (lH-imidazol-4-ylBiethyl) -6-methoxy- 
(9CI) (CA INDEX NAME) 




OHe 



RN 1S705B-55-4 CAPLUS 

CN IH-Imidazole, 4-[ (1,2, 3, 4-tetrahydro-7-methoxy-2-naphthalenyl) methyl] ■ 
(9CI) (CA INDEX NAME) 



0 




RJi 157058-47-4 CAPLUS 

CN 1 {2H) -Naphthalenone, 3, 4-dihydro-2- (lH-imidazol-4-ylmethyl) -7-oethoxy' 
{9CI) (CA INDEX NAME) 



0 




IT 157058-52-lP lS705e-53-2P 15705e-i5-4P 
17eS80-06-3P 



H 




RN 178880-06-3 CAFLUS 

CM IH-Iaidazole, 4-[ (1,2, 3, 4-tetrahydro-6-nethoxy-2-naphthalenyl)Eethyl) -, 
ethanedioate (1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 157058-54-3 
CKF CIS HIB N2 0 
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CM 2 

CRN K4-62-7 
CHF C2 H2 04 



O 0 

II II 
HO-C-C-OH 
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1996:91011 CAPLUS 
124:260926 

Novel nonprostanoid prostacyclin (PG12) nineties with 
heterocyclic noiety 

Nagao, Yuuki* Takahashi, Kanji; Tocisu, Kazuhiko; 
Kondo, Kigen; Hamanaka, Nobuyuki 
Kinase Res. Inst., Ono Phacnaceuticai Co., Ltd., 
Osaka, 618, Japan 

Keterocycles (1996), 42 {2} , S17-23 
CODEN: HTCYAH; ISSN: 0385-511* 
Japan Institute of Heterocyclic Chemistry 
Journal 

™-. English 

Structural nodification of ( [6- [2-1 (diphenyli3ethoxy)inino]pentyl] -5, 6, 7, 8- 
tetrahydro-l-naphthalenyl]oxy] acetic acid [i.e., [2-(2> 
benzhydryloxyiminopentyl) -1,2, 3, 4-tetrahydro-5-naphthyloxy)acBtic acid) , 
previously identified as a PGI2 agonist without a PG skeleton, was examd. 
Such analogs were for example, [ [6-[ (3- (diphenylnethyl) -1, 2, l-oxadiazol-5- 
yljiaethyl] -S,6,7,e-tetrahydro-l-naphthalenyl]oxy)acotic acid or 
[ [6- [ [2- (diphenylnethyl) -lH-iiEiidazol-4-yl] methyl) -5, 6, 7, B-tetcahydro-1- 
naphthalenyl] oxy] acetic acid. Conversion of the oxiae moiety in 
t (6-[2-[ (diphenylnethoxyliminolpentyl] -5,6,7,B-tetrahydro-l- 
naphthalenylj oxy] acetic acid to a pyrazole led to ({6-[(4-(diphenylmethyl)- 
IH-pyrazol-l-yl) methyl] -5,6. 7, 8-tetrahydro-l-naphthalenyl] oxy] acetic acid 
[i.e., [2- (4-ben2hydrylpylazoyl)in6thyl-l, 2, 3, ^-tatrahydro-S- 
naphthyloxy] acetic acid] which strongly inhibited AOP-induced aggregation 
of human platelets in vitro. 
150559-29-8P 

RL; RCT (Reactant) i SPN (Synthetic preparation) » PREP (Preparation)) RACT 
(Reactant or reagent) 

(prepn. of ([[[ (phenylmethoxy)ininol alkyl} naphthalenyl] oxy] acetate 

analogs as nonprostanoid prostacyclin nineties) 
150559-29-e CAPLUS 

Acetic acid, [ [6-[ [2- (diphenylnethyl) -lH-inidazol-4-yl] methyl] -5,6,7,8- 
tetrahydro-l-naphthalenyl)oxy] - (9CI) (CA INDEX NAME) 
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1995:827732 CAPLUS 
124:202093 

Molecular design of novel PGI2 agonists without PG 
skeleton. IV. [Erratum to document cited in 
CA123: 198689] 

Hamanaka, N.; Takahashi, K.f Nagao, Y. ; Torisu, K. i 
Tokumoto, H. > Kondo, K. 

Minase Res. Inst., Ono Pharmaceutical Co., Ltd., 
Osaka, 613, Japan 

Bioorganic k Medicinal Chemistry Letters (1995), 
5(18), 2179 

CODEN: BHCLEBi ISSN: 0960-B94X 

Elsevier 

Journal 

English 

in the abstr. or the index entries. 



IT 



RN 
CN 



The errors were not reflected 
150559-29-B 

RL; BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified) ; BIOL (Biological study) 

(PG12 agonist activity of (Erratum)) 
1S0559-29-B CAPLUS 

Acetic acid, [ [6-[ (2- (diphenylnethyl) -lH-inidazol-4-yl]nBthyl] -5,6, 7, 8- 
tetrahydro-l-naphthalenyl]oxy]- (gci) (CA INDEX NAME) 




HO2C-CH2-O 



CH2^ V 



CHPh2 
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Medetomidlne analogs as . alpha. -adrenergic agonists 
Amemiya, Yoshiyai Hus, Fulian) Shams, Gamali Feller, 
Dennis R.> Venkataraman, B. V.} Patil, Popat N.; 
Miller, Duane D. 

College Pharmacy, Ohio State University, Columbus, OH, 
43210, USA 

Egyptian Journal of Pharraaceutical Sciences (1994), 
35(1-6), 403-10 

CODEN: EJPSBZf ISSN: 0301-5068 
National Information and Documentation Centre 
Journal 
English 

CASREACT 123:198691 
Recently, it has been reported that roedetomidine is a new 4-3ubstituted 
imidazole analog possessing selective and potent . alpha. 2-adrenergic 
properties. It has been shown that it reduces blood pressure, heart rate 
and saliva secretion. At the present time is sedative and hypotensive 
effects seem to be manifest in the sane dose range. Ve have initiated a 
program to see if it is possible to sep. these activities with analogs of 
medetooidine. The initial studies have been directed at procedures for 
the conversion of the imidazolines, a common structure of 
. alpha. -adrenergic drugs, to the corresponding imidazoles. It was found 
that 2-substituted and 2, 4-di3ubstituted imidazolines can easily be 
converted into imidazoles using 101 Pd/C in refluxing toluene, while in 
some instances there are some difficulties with the conversion of 
4-3ubstituted ioidazolines to the imidazoles. The synthesis of 1- or 
2-(2-or 4 -imidazolylmethyl) naphthalene analogs of medetomidlne are also 
described. 
1379e7-Se-SP 

RL: BAC (Biological activity or effector, except adverse] t BSU (Biological 
study, unclassified)! SPN (Synthetic preparation) ; BIOL {Biological 
study); PREP (Preparation) 

(prepn. of 4-3ubstituted imidazoles) 
137967-88-5 CAPLUS 

IH-Inidazole, 4- [1- (2-naphthalenyl) ethyl] - (9CI) (CA INDEX NAME) 
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CAPLUS COPYRIGHT 2003 ACS 
1995:612186 CAPLUS 
123:111932 

Synthesis and .alpha. -adrenergic activities of 2- and 
4-3ub9tituted inidazoline and imidazole analogs of 
.alpha.- and .beta. -naphthalene 

Aneaiya, Yoshiyaf Venkataraiaan, Burrah V.i Patil, 
Popat N.; Shams, Gamal; Rorastedt, Karl 
College Pharmacy, Ohio State University, Columbus, OH, 
43210, USA 

Egyptian Journal of Pharmaceutical Sciences (1994), 
35(1-6), 91-112 

CODEN: EJPSBZf ISSN: 0301-5066 
National Inforiaation and Documentation Centre 
Journal 
English 

Afl Seven analogs of nedetoaddine and naphazoline wore synthesized and 

evaluated for their , alpha, 1- (aorta) and .alpha, 2- (platelet) activities. 
The analogs vere composed of 2~ and 4-9ub3tituted ioidazoles and 
imidazolines attached through a methylene bridge to either an .alpha.- or 
.beta. -naphthalene ring system. In general the . alpha. -naphthlene analogs 
vere found to be the rao3t potent inhibitors of platelet aggregation. 
. alpha. -Naphthalene analogs were partial agonists while the 
.beta. -naphthalene analogs were antagonists in . alpha. 1-adrenergic system 
(aorta) . 

137967-82-9? 166034-6S-7P 

RL: BAC (Biological activity or effector, except adverse)* BSU (Biological 
study, unclassified)) SPN (Synthetic preparation); BIOL (Biological 
study)) PREP (Preparation) 

(synthesis and adrenergic activities of oedetomidine and naphazoline 
analogs) 
137967-82-9 CAPLUS 

IH-Imidazolc, 4-(l- {2-naphthalenyl) ethyl] -, monohydrochloride (9CI) (CA 
INDEX NAME) 



IT 



RN 
CN 



He 
I 
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CMF C2 K2 04 
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II [l 
HO-C- C-OH 



IT 137967-88-5P 

RL: RCT (Reactant); SPN (Synthetic preparation)) PREP (Preparation)) RACT 
(Reactant or reagent) 

(synthesis and adrenergic activities of medetomidine and naphazoline 
analogs) 
RN 137967-B8-5 CAPLUS 

CN IK-Inidazole, 4- [1- (2-naphthalenyl) ethyl] - (9CI) (CA INDEX NAME) 



• HCl 



RN 156034-65-7 CAPLUS 

CN IH-Imidazole, 4-[ 1- (2-naphthalenyl) ethyl] -, ethanedioate (1:1) (9C1) {CA 
INDEX NAME) 

CM 1 

CRN 137967-88-5 
CMF CIS H14 N2 
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Bioorganic i Medicinal Chemistry Letters (1995), 
5(10), 1083-6 
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1995:513524 CAPLUS 
122:265379 

Preparation of (cyanobenzyl) azole derivatives as 
aromatase inhibitors 

Shibata, Toraoyuki) Sugimura, Yuklo) Tanzawa, Kazuhiko) 
Takahashi, Masaakii Kobayashi, Tomowof Hitsuhashi, 
Yoshihiro 

Sankyo Co.. Ltd., Japan 

PCT Int. Appl., 94 pp. 

CODEN: FIXX02 

Patent 

Japanese 

1 



PATENT NO. 



KIND DATE 



APPLICATION NO. DATE 



VO 9408973 Al 19940428 WO 1993-JP1509 19931020 
tf: AU, CA, C2, FI, HU, KR, NO, NZ, RU, US 

RW: AT, BE, CH, DE, DK, ES, FR, GB, GR, IE, IT, LU, MC, NL, PT, SE 

AU 93S2B5S Al 19940509 AU 1993-52855 19931020 

JP 06263742 A2 19940920 JP 1993-261438 19931020 

PRIORITY APPLN. INFO.: JP 1992-283177 19921021 

VO 1993-JP1509 19931020 
OTHER SOURCE (S) ; MARPAT 122:265379 
GI 



AB 



IT 



RN 
CN 



The synthesis and biol. evaluation of a novel series of di- or 
tetrahydronaphthalen-5-oxyacetic acid derivs. with a 4-benzhydrylpyrazolyl 
group is described. Among these compds., I has been identified as a 
highly potent PGI2 agonist with an exceptionally long in vivo duration of 
action. 
150559-29-6 

RL: BAC (Biological activity or effector, except adverse)) BSU (Biological 
study, unclassified)) BIOL (Biological study) 

(PGI2 agonist activity of) 
1S05S9-29-B CAPLUS 

Acetic acid, t [6- [ [2- (diphenylmethyl) -lH-iiiiidazol-4-yl] methyl] -5, 6, 7, 8- 
tetrahydro-l-naphthalenyl]Qxy] - (9CI) (CA INDEX NAME) 



NC 



CR1r2r3 




' — N 



CHPh2 




nc-^~^ch-n""'^ 




OKe 



H02C-CH2-0 



OMe II 



one III 



AB The title conpds. (Ij Rl - iaidazolyl, triazolyl or tetcazolyl each of 
which may be substituted by He and/or Et) R2 - naphthyl, phenanthryl or 
anthryl each of which may be substituted by substituentCs) selected from 
Cl-4 alkyl, Cl-4 alkoxy, Cl-6 acylojfy, area, acyloxy, OH, trialkyl, Cl-4 
acylaaino, alkojtyalkoxy, alkoxyacyloxy, and trialkylsilyloxy; R3 - H, Me, 
cyano), useful for the treatment of breast cancer, are prcpd. Thus, 
2-broao-6-Bethoxynaphthalene was treated with BuLi in heMane aixl THF at 
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-78. degree, folloved reaction vith a soln. of p-cyanobenzaldehyde in THF 
at -18 -degree, gave p-cyano-. alpha. - (6-oethoKynaphthalen-2-yl} benzyl ale. 
which vaa stirred with S0C12 in CK2C12 at room temp, foe 1 h to give 
p-cyano'. alpha. - (6-Bethoxynaphthalen-2-yl) benzyl chloride. The latter 
chloride was dissolved in MoCN and refluxed with imidazole overnight to 
give, after silica gel chronatog. and acidification with HCl, title compd. 
(II.HCl) which in vitro showed IC50 of 3.7 nM against aromatase. Hard 
capsule, tablet, injection and suspension fornajlations contg. 
(p-cyanobenzyl) tetrazole deriv. UIX-HCl) were described. 
162573-42-4? 162573-46-8P 162573-58-2P 

RL: BAC (Biological activity or effector, except adverse) i BSU {Biological 
study, unclassified); SPN (Synthetic preparation)) THU (Therapeutic use)) 
BIOL (Biological study)) PREP (Preparation)) USES (Uses) 

(prepn. of (cyanobenzyl) azole deriv. as aromatase inhibitor and 

anticancer agent for breast cancer) 
162573-42-4 CAPLUS 

Benzonitrile, 4- (lH-inidazol-4-yl-2-naphthalenyli=ethyl) - (9CI} (CA INDEX 
NAHE) 
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CN 



• HCl 




UN 162573-46-B CAPLUS 

CN Benzonitrile, 4- {lH-imidazol-4-yl-9-phenanthrenylmethyl) - (9CI) (CA INDEX 
NAME) 




RN 162573-58-2 CAPLUS 

CN Benzonitrile, 4- (lH-imidazol-4-yl-2-naphthalenylBethyl) -, 
monohydrochloride (9CI) {CA INDEX NAME) 
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1994:534112 CAPLUS 
121:134112 

Preparation of imidazolylaethylenetetralones and 

analogs as aromatase inhibitors 

Hartmann, Rolf V.; Vachter, Gerald Anton 

Tokyo Tanabe Co. Ltd., Japan 

PCT Int. Appl., 29 pp. 

COOEN: PIXXD2 

Patent 

Japanese 

1 



PATENT NO. 



KIND DATE 



APPLICATION NO. DATE 



VO 9407B66 Al 19940414 VO 1993-JP1433 19931006 

V: AU, BB, BG, BR, CA, C2, FI , HU, KR, LK, HG, HN, Htf, NO, NZ, PL, 

RO, RU, SO. SK, UA, US 
RV; AT, BE, CH, DE, DK, £S, FR, GB, GR, IE, IT, LU, KC, NL, PT, SE, 
BF, BJ, CF, CG, CI, CM, GA, GN, ML, MR, NE, SN, TD, TG 
AU 93S11B4 Al 19940426 AU 1993-51184 19931006 

JP 06192233 A2 19940712 JP 1993-250257 19931006 

PRIORITY APPLN. INFO.; JP 1992-267130 A 19921006 

WO 1993-JP1433 W 19931006 
OTHER SOURCE(S): HARPAT 121:134112 

GI 
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^ N 



RN 157058-45-2 CAPLUS 

CN 1 (2H) -Naphthalenonc, 3, 4-dihydro-2- (lH-iraidazol-4-ylmethyl) -S-aethoxy- 
(9CI) (CA INDEX NAME) 



OHe 




RN 157058-46-3 CAPLUS 

CN 1 (2H) -Maphthalenone, 3, 4-dihydro-2- (lH-iiaidazol-4-ylnethyl) -6-raethoxy- 
(9CI) (CA INDEX NAME) 




AB The title cofflpds. I (R represents hydrogen, C1-C4 lower altcoxy, nitro or 
C1-C4 lower alltoxycarbonyl) when X and Y represent each hydrogen or X and 
Y are combined together to represent oxygen, Z represents hydrogen and the 
brolcen line represents an arbitrary bondi when X represents hydrogen, Y 
and Z are combined together to represent a single bond; n represents an 
integer of 0 or 1] are prepd. A nixt. of 1-tetralone and 
iBiidazole-4-carbaldehyde in 40t H2S04 was heated for 20 h at 80-90. degree, 
to give, after workup, (E) -2- (4-imidazolylmethylene) -l-tetralone (II). II 
in vitro showed IC50 of 0.260 .mu.H against aromatase. 

IT IS70SB-44-IP 157058-45-2P 157058-46-3P 
lS7DSa-47-4P 157058-52-lP 15705B-53-2P 
1570SB-S4-ap 15703e-$S-4P 

RL: BAC (Biological activity or effector, except adverse)) BSU (Biological 
study, unclassified)) SPN (Synthetic preparation); THU (Therapeutic use)) 
BIOL (Biological study)) PREP (Preparation)) USES (Uses) 
(prepn. of, as aromatase inhibitor) 
RN 157058-44-1 CAPLUS 

CN 1 (2H)-Naphthalenone, 3, 4-dihydro-2- (lH-iiaidazol-4-ylnethyl) - (9CI) (CA 
INDEX NAME) 



0 




RN 1S7058-47-4 CAPLUS 

CN 1 (2H) -Naphthalenone, 3, 4-dihydro-2- (lH-imidazol-4-ylraethyl) -7-nethoxy- 
(9CI) (CA INDEX NAME) 



0 




RN 157058-52-1 CAPLUS 

CN IH-Imtdazole, 4-( {1, 2, 3, 4-tetrahydro-2-naphthalenyl) ntethyl] - t9Cl) (CA 
INDEX NAME) 




RN 157058-53-2 CAPLUS 

CN IH-Inidazole, 4- [ {1, 2, 3, 4- tetrahydro-S-Bethoxy-2-naphthalenyl)i3ethyl] - 
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(Continued) 




OMe 



RN 157058-S4-3 CAPLUS 

CN IH- Imidazole, <- [ (1, 2, 3, <-tetrahydro-6-methoify-2-naphthalenyl) methyl] ■ 
|9CI) (CA INDEX NAME) 



RN 157058-55-4 CAPLUS 

CN IH- Imidazole, 4- { (1, 2, 3, 4-tetrahydro-7-methoxy-2-naphthalenyl) methyl] 
(9CI) (CA INDEX NAME) 
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1993:671157 CAPLUS 
119:271157 

Fused benzeneoxyacetic acid derivative PGI2 receptor 
agonists 

Hamanaka, Nobuyulcif Takahashi, Kanjii Tokumoto, 
Hidekado 

Ono Pharmaceutical Co., Ltd., Japan 
Eur. Pat. Appl., 110 pp. 
CODEN: EPXXDV 
Patent 
English 
1 



PATENT NO. 


KIND 
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APPLICATION NO. 
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JP 


05173332 


A2 


19930720 




JP 
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19950127 




JP 
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US 
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19951024 
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2103076 


T3 
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US 
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19950214 




US 


1992-997492 
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JP 


07145057 
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19950606 




JP 


1992-360608 


19921228 


US 


5589496 


A 


19961231 




US 


1994-334395 


19941103 


us 


5849919 
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19981215 




US 


1996-722456 


19960927 


US 


5962439 


A 


19991005 




US 


1998-168424 


19981007 


tlTY APPLN. INFO. 






JP 


1991-360502 


19911227 










JP 


1992-209537 


19920714 










US 


1992-997492 


19921228 










us 


1994-334395 


19941103 










us 


1996-722456 


19960927 



NL, PT, SE 



OTHER SOURCE(S): MARPAT 119:271157 

GI For diagram(3), see printed CA Issue. 

AB The title compds. I [A » (un) substituted heterocyclyl; B - alkylene, 
alkenylene; ring D » carbocyclic ring; Rl - HO, Cl-12 alkoxy, 
(un) substituted amino], which demonstrate PGI2 receptor agonist activity 
and are useful in the treatment of thrombosis, arteriosclerosis, ischemic 
heart diseases, gastric ulcer, or hypertension (no data), are prepd. and 
I-contg. formulations presented. Thus, pyrazole deriv. 11 was prepd. 
which demonstrated 50» inhibitory concn. against human blood platelet 
aggregation of 0.043 .mu.M in human blood-derived, platelet-rich plasma. 
15055B-S7-5 150559-29-8 

RL: RCT (Reactant) ; BACT (Reactant or reagent) 

(PGI2 receptor agonist activity of) 
150558-87-5 CAPLUS 

Acetic acid, [ [5,6, 7, 3-tetrahydro-6- (lH-imidazol-4-yliaethyl) -1- 
naphthalenyl] oxy] - (9C1) (CA INDEX NAME) 



IT 



RN 
CN 
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H02C-CH2-0 




RN 150559-29-8 CAPLUS 

CN Acetic acid, [ (6-1 (2- (diphenylmethyl) -lH-imidazol-4-yl] methyl] -5, 6, 7, 8- 
tetrahydro-l-naphthalenyl]oKy]- (9CI) (CA INDEX NAME) 




CHPh2 



HO2C-CH2-O 
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1993:649949 CAPLUS 
119:249949 

Preparation of imidazole derivatives as interleukin 1 

inhibitors and antiphlogistics 

Ueno, Yoshihidef Masumori, Hiroaki; Saji, Kitaro 

Sumitomo Pharma, Japan 

Jpn. Kokai Tokkyo Koho, 13 pp. 

CODEN: JKXXAF 

Patent 

Japanese 

1 



PATENT NO. 



KIND DATE 



APPLICATION NO. DATE 



JP 0S1558S2 
PRIORITY APPLN. INFO. 
OTHER SOURCE (S) : 



A2 19930622 



MARPAT 119 



JP 

249949 



JP 1991-348294 
1991-348294 



19911203 
19911203 



GI 
AB 



IT 



RN 
CN 



For diagram(s), see printed CA Issue. 

The title derivs. I (A - lower alkylene; M - arom. hydrocarbon ring, 

thiophene) D - O, CO, CH(ORS), C{:N0R5), CHtN(R5)2], NR5, single bond; Rl 

• H, haloj R2 - lower alkyl or alkenyl, (un) substituted Ph, 

(un) substituted cycloalkyl, (un) substituted thienyl; R3 ■ N-contg. 

heterocyclyl; R4, R5 - H, lower alkyl; when D is single bond then R2 is 

lower alkoky] or their acid salts are prepd. as interleukin 1 inhibitors 

and antiphlogistics. A mixt. of 3- (2-f luoro-4-biphenyl) -1- (4- 

pyridylcarbonyl) amino-2-butanone (prepd. from f luorobiprof en in 4 steps) , 

and NH4AC was heated at 140-150. degree, for 4 h to give 441 

4- (1- {2-fluoro-4-biphenyl) ethyl) -2- (4-pyridyl) imidazole-HCl. I inhibited 

growth of interleukin 1. 

150972-40-OP 

RL: SPN (Synthetic preparation) > PREP (Preparation) 

(prepn. of, as interleukin 1 inhibitor and antiphlogistics) 
150972-40-0 CAPLUS 

2-Naphthalenol, 6-[l-[2- (4-pyridinyl) -lH-iniidazol-4-yl] ethyl]-, 
dihydrochloride (9CI) (CA INDEX NAME) 




• 2 HCl 
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1S92: 106173 CAPLUS 
116:106173 

Synthesis and . alpha. -adrenergic activities of 2- and 
4-9ub9tituted iraidazoline and iiaidasole analogs 
Aaemiya, Yoahiya; Hong, Seoung S.; VenkaCaranan, 
Burrah V, » Fatil, Popat tt.) Shama, Gamal; Roinstedt, 
Karl; Feller, Dennis R. ; Ksu, Fu Liani Miller, Duane 
D. 

Coll. Pharra. , Ohio State Univ., Columbus, OH, 43210, 
USA 

Journal of Medicinal Cheiuiatry (1992), 35(4), 750-5 

CODEN: JMQtARf ISSN: 0022-2623 

Journal 

English 
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He 



HN— ri HH— » RCHMe. 
RRlCH " I RRlCH " II "^s^ 



III 



AB 



IT 



RN 
CN 



Analogs I-III (R - 1-naphthyl, 2-naphthyli Rl - H, He) of medetoiaidine and 
naphazoline were synthesized and evaluated for their , alpha. 1 (aorta) and 
.alpha. 2 (platelet) activities. In general the 1-naphthalene analogs vere 
the most potent inhibitors of epinephrine-induced platelet aggregation. 
Of considerable interest was the fact that I-III (R ■ 1-naphthyl) were 
antagonists in an . alpha. 1-adrenergic system (aorta). Thus, appropriately 
substituted naphthalene analogs of medetomidine and naphazoline provide a 
spectruci of . alpha. 1-agonist, . alpha. l-antagonist, and . alpha. 2-antagoni3t 
activi ty. 

137967-82-9P 137967-68-5? 

RL: SPN (Synthetic preparation) * PREP (Preparation) 

(prepn. and adrenergic activity of) 
137967-82-9 CAPLUS 

IK-lELidazole, 4-[l- {2-naphthalenyl) ethyl] -, monohydrochloride |9CI) (CA 
INDEX NAME) 



• HCl 



RN 137967-BB-5 CAPLUS 

CN IH-Iinidazole, 4-[l- (2-naphthalenyl) ethyl] 



(9CI) (CA INDEX NAME) 
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1992:15364 CAPLUS 
116:15364 

Structure-activity studies of new imidazolines on 

adrenoceptors of rat aorta and human platelets 

Venkataraman, B. V.i Shams, G.t Haraada, A.) Araemiya, 

Y. ; Tantishaiyakul, V.) Hsu, F.; Fashempour, J.f 

Romstedt, K. J.» Miller, D. D. ; et al. 

Coll. Fharm. , Ohio State Univ., Columbus, OH, 43210, 

USA 

Naunyn-Schmiedeberg ' s Archives of Pharmacology (1991], 
344(4), 454-63 

CODEN: NSAPCC; ISSN; 0028-1298 

Journal 

English 



L4 



IT 



RN 
CN 
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aggregation but blacked the aggregation induced by epinephrine. The 
affinity of naphazoline for the . alpha. 2-adrenoceptor was 1100 nmol/L. 
The IC50 of medetoraidine for platelet anti-aggregatory effect was 3300 
nmol/L, which compares favorably with other imidazoline type of blockers 
of platelet aggregations. Sympathomimetic vasoconstrictor actions and 
platelet aggregation effects of these coc^s. can be dissocd. Some 
vasoconstrictors were antiaggregatory. The structure-activity 
relationships of the two receptor systems, namely rat aorta (.alpha. 1) and 
platelets (.alpha. 2), are discussed. 
137967-88-5 

RL: BIOL (Biological study) 

(.alpha. -adrenoceptors of aorta and human platelets interaction with, 

structure in relation to) 
137967-8B-5 CAPLUS 

IH-Imidazole, 4- [ 1- (2-nBphthalenyl) ethyl) - (9CI) (CA INDEX NAME) 



HO 

HO— CH2— 




CHMeR 



II 



Me 
I 




H 



AB Potencies of new aroa. substituted fluoro or iodo analogs of 

catechoUnidazoline (I) on functional responses in rat aorta (. alpha. 1) 
and platelets (.alpha. 2) were quantified. When compared either on the 
basis of EC50 or the dissocn. const. (tCA), 5-f luorocatecholinidazoline was 
as potent as the ref. .alpha. 1 -adrenoceptor agonist, phenylephrine in the 
vascular tissue. The max. contraction of aorta produced by the fluoro 
analog was, however, 171 higher than that of phenylephrine. The time 
required for 1/2 relaxation of the tissue after S-fluoro hydroxy 
imidazoline was at least twice as long as that of the phenylephrine. The 
catechol moiety as well as fluorine substitution at the crit. S-position 
of the aron. ring is essential for higher .alpha. 1 adrenoceptor-mediated 
potency. As compared to the fluoro analogs, the adrenoceptor-mediated 
potencies of iodo-analogs were relatively weak on vascular tissue. 
Naphazoline and its analogs were partial agonists on vascular tissue with 
dissocn. consts. which ranged from 110 to 2600 nmol/L. Imidazole analogs 
(II, R • naphthyl or xylene), were generally less potent agonist than the 
imidazolines by one order of magnitude. The vascular effects of all 
agonists were competitively blocked by prazosin with KB values which 
ranged from 0.04 to 0.48 nmol/L. Since the variation in KB values were 
within normal limits, the action of new imidazolines on rat aorta appears 
to be mediated mainly by the activation of the . alpha. 1 -adrenoceptor. 
Prazosin 10 nmol/L abolished the vascular response of some partial 
agonists. This indicates a slightly different mode of interaction of 
agonists with the transduction process. Carbon 4-3ubstituted imidazolines 
produced little or no . alpha. 1 adrenoceptor-mediated intrinsic activity, 
but competitive receptor blocking potency was comparable to that of 
phentolamine. Nedetomidine was a partial agonist on the rat aorta with a 
KA of 260 nmol/L. When investigated as a blocker, the KB of medetonidine 
against phenylephrine was approx. 5600 nmol/L. The variation in the 
latter value was high. In acetylsalicylic acid-treated human platelets, 
the . alpha. 2-adrenoceptor-Dediated aggregatory effect of all fluoro 
analogs was weak. Iodo or naphazoline analogs did not initiate platelet 
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115:223482 

Uae of 5-HT3 receptor antagonists for treatment of 
panic disorders, agoraphobia, or obsessive cotspulsive 
disorders 
Azcona, Alberto 

Sandoz-Erfindungen Verwaltungsgesellschaf t n.b.H., 

Austrian Sandoz-Patent-G. n.b.H.; Sandoz A.-C. 

PCT Int. Appl., 35 pp. 
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JP 
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EP 1990-905482 


19900406 
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19900406 












US 1990-635156 
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AB 



IT 



RN 
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5-HT3 receptor antagonists are useful in treating panic disorders and/or 
agoraphobia or obsessive compulsive disorders. Formulations for tablets, 
i.v. solns. and capsules are presented. 
135716-73-3 

RL: BIOL (Biological study) 

(5-HT3 receptor antagonist) 
135716-73-3 CAPLUS 

1 (2H) -Phenanthrenone, 3, 4-dihydro-2- [ (5-methyl-lH-iniidazol-4-yl) methyl] - 
(9CI) (CA INDEX NAME) 
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1990:198377 CAPLUS 
112:198377 

Preparation and formulation of iroidazole derivatives 
as 5-HT3 receptor antagonists 

North, Peter Charlesi Oxford, Alexander Villiam; 

Coates, Ian Harold 

Glaxo Group Ltd., UK 

Eur. Pat. Appl., 12 pp. 

CODEN: EPXXDV 

Patent 

English 
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ACH2I<>> 
I 

(CH2)n 



AB 



IT 



RN 
CN 



Title coapds. I (R1,R2 - H, halo, HO, Cl-4 alkoxy, Cl-4 altcyl, CI -4 
allcylthio, R3R4N, R3, R4 » H, Cl-4 alkyl, R3R4N - satd. 5-7-nemhered ringj 
A - CH, N; Im • substituted inidazolylt n • 1-3) and physiol. acceptable 
salts and solvates thereof, potent and selective antagonists of 5-KT3 
receptors and useful, e.g., in treatment of psychotic disorders, anxiety, 
and nausea and voaiting (no data), are prepd- 1, 2-Dihydro-3- [ [5-methyl-l- 
(triphe^yleethyl)-lH-iBlida^ol-4-yl]laethylene] -4 (3H) -phenanthrenone [prepn 
given) was dehydrogenated over Pd/C to give I (Rl, R2 - Kj A - CH; In - 
i-methyli&idazol-4-ylf n - 2) vhich was converted to the maleate. Tablet 
and injection f oroulations were given. 
126T37-Ce-6P 

RL: SPN (Synthetic preparation) ; PREP (Preparation) 

(prepn. of, as S-HT antagonist) 
126737-68-6 CAPLUS 

4 (IH) -Phenanthrenone, 2, 3-dihydto-3- [ (5-Bethyl-lH-iraidazol-4-yl)inethyl] -, 
|2Z)-2-butenedioate (1:1) t9CI) (CA INDS< NAME) 



CM 
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CH 2 

CRN 110-16-7 
CKF C4 H4 04 

Double bond geometry as shown. 



H02C 



C02H 



IT 



RN 
CN 



l26737-a5-3P 

RL: SPN (Synthetic preparation) ; PREP (Preparation) 

(prepn. of, as HT3-receptar antagonist) 
126737-65-3 CAPLUS 

4 (IH) -Phenanthrenone, 2, 3-dihydro-3-[ (5-methyl-lH-iBU.dazol-4-yl) methyl) ■ 
(gci) (CA INDEX NAME) 




CRN 126737-65-3 
OIF C19 H18 N2 0 
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1990:139033 CAPLUS 
112:139033 

Preparation of imidazole derivatives aa druga 
Kihara, Noriakii Tondno, Ikuo; Tan, Hiroalcif Takei, 
HitsusacKi 

Mitsui Petrochemical Industries, Ltd., Japan 

Jpn. Kokai Tolc)cyo Koho, 6 pp. 

CODEN: JKXXAF 

Patent 

Japanese 

1 
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PATENT NO. 



KIND DATE 



JP 01242S71 
PRIORITY APPLN. INFO. 
OTHER S0U]^E(5) : 
GI 



APPLICATION NO. DATE 



A2 19890927 JP 1988-65131 19880322 

JP 1988-65731 19880322 
MARPAT 112:139033 




The title derivs. I or II (Rl - H, Ph; R2-R5 - H, OH, lover altcyl, lower 
alkoxy, lower aikylaniino, haloi R2-R5 may be bonded to from rings* R6, R7 
- H, lower alkyl, halo( X - 0, S) , useful as cerebral function ifnprovers, 
antihypertensives, diuretics, etc. (no data), are prepd. by acid-catalyzed 
reaction of (hydroxymethyl) imidazoles III or their acid salts with 
benzenes IV or 5-membered hete recycle V. Thus, aq. III.HCI (Rl - H) was 
treated with 1, 3, 5-C6H3Me3 and 4-HeC6H*S03H at 170. degree, for 7 h to give 
761 I (Rl - R2 - H, R3-RS - 2,4,6-He3). 
125BB3-69'4P 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified); SPN (Synthetic preparation); THU (Therapeutic use); 
BIOL (Biological study); PREP (Preparation); USES (Uses) 

(prepn. of, as drug) 
125883-69-4 CAPLUS 

IH-Iraidazole, 4- (2-naphthalenylroethyl) - (9CI) (CA INDEX NAME) 



AB 



IT 



RN 
CN 
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AUTHOR (S) : 
CORPORATE SOURCE: 
SOURCE: 

DOCUMENT TYPE: 

LANGUAGE: 

GI 



CAPLUS COPYRIGfTT 2003 ACS 
1979:168771 CAPLUS 
90:168771 

Photochemical reactions. Photochemistry of 
N-acylimidazoles . V. Photolysis of the 
N-acylimidazoles of dehydroabietic acid and of 
13-deisopropyI-lO-epi-dehydroabietic acid 
Iwasaki, Shigeo 

Org.-ChBin. Lab., ETH, Zurich, Switz. 

Helvetica Chiodca Acta (1978), 61(8), 2843-50 

CODEN: HCACAV; ISSN: 0018-019X 

Journal 

English 
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i-Pr 





CHMe2 



CHMe2 




CHMe2 




o 

[II N 



IV 



AB Irradn. of I gave no Type II elimination, but gave II and III by oigration 
of the ioidazolylcarbonyl group, probably via a cyclobutanol intermediate. 
Similarly, irradn. of IV gave only a small amt. of Type II fragmentation, 
the main products being derived from .ganna.-H abstraction. 

IT S9634-29-3P 

RL: SPN (Synthetic preparation) ; PREP (Preparation) 
(prepn. of) 

RN 69634-29-3 CAPLUS 

CN Methanone, lH-imidazol-4-yl[4b, 5, 6, 7, 6, 8a, 9, 10-octahydro-4b, B-diBethyl-2- 
(l-Bethylethyl)-9-phenanthrenyl]- (9CI) (CA INDEX NAME) 



9815362Page 52 02/03/2003 



L4 ANSVER 32 OF 33 
ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 

AUTHOR(S) : 
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CAPLUS COPYRIGHT 2003 ACS 
19T3: 515*95 CAPLUS 
19:115495 

Synthesis of staali nolecule catalysts. Model for the 

active site of ribonucleaae-A 

Algieri, Aldo A. 

Cornell Univ., Ithaca, NY, USA 

(1973) 116 pp. Avail.: Univ. Microfilms, Ann Arbor, 
Mich., Order No. 73-H,715 

Froo: Diss. Abstr. Int. B 1973, 33(12nPt. I), 5722 
Dissertation 
English 



DOCUMENT TYPE: 
LANGUAGE: 
AB Unavailable 
49730-45-6 

RL: RCT (Reactant) ; RACT (Reactant or reagent) 

(as toodel for the active site of ribonuclease A) 
49738-45-6 CAPLUS 

lH-lBiidarole-4-ethanaiaine, N- [ [3- (lH-iBddazol-4-ylnethyl)-l- 
naphthalenyl) methyl}-, conjugate diacid (9CI) (CA INDEX NAME) 



IT 



RN 
CN 



CH2 



CH2 
I 

NH 



N— ' 



CH2 




• 2 
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IT 



RN 
CN 



CAPLUS COPYRIGHT 2003 ACS 
1972:501463 CAPLUS 
77:101463 

Voges-Proskauer reaction. II. Structure of a pigment 
from the diacetyl reaction of 1-benzyl-l- 
ne thy Iguani dine 

Nishinura, Tanio Yaaazaki, Chijit Ueno, Tetsuroi 
Kitajiiaa, Shinichir Ishige, Koichi 
Sch. Hyg. Sci., Kitasato Univ., Tokyo, Japan 
Bulletin of the Cheiaical Society of Japan (1972), 
45(6), 1782-5 

CODEN: BCSJAS; ISSN: 0009-2673 
Journal 
English 

A pignent formed by the reaction of l-benzyl-l-aethylguanidine was 
isolated as reddish purple prisns. The reduced pigment was colorless and 
rapidly converted back to the original pigment on exposure to the air. On 
the basis of ir, NHR, and aass spectral evidence, the structures of the 
pigment and the reduced form were established to be 2- (N-benzyl-N- 
methylanino) -4-Biethyl-5- (l-oxo-l,2-dihydro-2-naphthylidenemethyl) imidazole 
and 5- (l-hydroxy-2-naphthylmethyl) imidazole, resp. 
37842-56-lP 

RL: SPN (Synthetic preparation); PREP (Preparation) 

(prepn. of) 
37842-56-1 CAPLUS 

1-Naphthalenol, 2- [ t5-aethyl-2- [methyl (phenylaethyl) amino) -lH-imidBZol-4- 
yllmethyl]- (9CI) (CA INDEX NAME) 



AUTHOR(S| : 

CORPORATE SOURCE 
SOURCE: 



DOCUMENT TYPE 
LANGUAGE: 
AB 




•CH2-Ph 
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ACCESSION NUMBER: 1996:358249 CAPLUS 

DOCUMENT NUMBER: 125:75343 

TITLE: Synthesis and evaluation of azole-substituted 

tetrahydronaphthalenes as inhibitors of P450 arom, 

P450 17 and P450 TxA2 
AUTHOR (S) : Hartmann, Rolf W. ; Frotscher, Martin; Ledergerber, 

Dorothea; Waechter, Gerald A..; Gruen, Gertrud L.; 

Serge jew, Tom F. 

CORPORATE SOURCE: Fachrichtung 12.1 Pharitiazeutische Chemie, Univ. 

Saarlandes, Saarbruecken, D-66041, Germany 
SOURCE: Archiv der Pharmazie (Weinheim, Germany) (1996), 

329(5), 251-261 

CODEN: ARPMAS; ISSN: 0365-6233 
PUBLISHER: VCH 
DOCUMENT TYPE: Journal 
LANGUAGE: English 

AB In search of potential drugs for the treatment of estrogen- and 

androgen-dependent cancer as well as the prophylaxis of metastases, 
tetralones, tetralins, and dihydronaphthalenes bearing of 0CH3 substituent 
at the benzene nucleus and an imidazol-4-yl, imidazol-l-yl, or 
1, 2, 4-triazol-l-yl substituents in 2-position were synthesized with and 
without C2-spacer between the rings. The compds . were tested in vitro for 
inhibition of the three target enzymes P 450 arom (human placental 
microsomes), P 450 17 (rat testicular microsomes), and P 450 TxA2 
(citrated human whole blood). To examine selectivity, some compds. were 
further tested in vitro for inhibition of P 450 18 (bovine adrenal 
mitochondrial), P 450 sec (bovine adrenal mitochondrial) and corticoid 
formation (aldosterone, corticosterone; ACTH stimulated rat adrenal 
tissue). In vivo, selected compds. were examd. in Sprague Dawley rats 
regarding P 450 TxA2 inhibition, redn. of plasma testosterone concn., 
antiuterotropic activity (inhibition of the uterotropic activity of 
androstenedione) , redn. of plasma estradiol concn. (pregnant mares' serum 
gonadotropin-primed rats), and mammary tumor inhibiting activity 
(dimethylbenzanthracene-induced tumor; pre- and postmenopausal model) . In 
the series of imidazol-4-yl compds., which represent new azole inhibitors 
of steroidogenic P 450 enzymes, strong inhibitors of P 450 arom and/or P 
450 17 were found; 7-OCH3-2- (imidazol-4-ylmethylene ) -1-tetralone (I) and 
7-OCH3-2- (imidazol-4-ylmethyl) -tetralin (II) are among the most potent 
inhibitors of P 450 arom in vitro know so far. I is a selective 
inhibitor, whereas II shows in addn. strong inhibition of P 450 17. In 
contrast to II, the 6-OCH3 deriv. is a selective inhibitor of P 450 17, 
being 50 times more potent than ketoconazole . Some imidazol-l-yl compds. 
show a marked inhibition of P 450 TxA2: 2- (imidazol-l-ylmethyl ) -1- 
tetralone is a selective inhibitor of P 450 TxA2, whereas 

7-OCH3-2- (imidazol-l-ylmethyl ) -tetralin as well as 2- (imidazol-l-ylmethyl) - 
tetralin and 7-OCH3-2-imidazol-l-yl-3, 4-dihydronaphthalene addnl . show 
strong inhibition of P 450 arom and P 450 17. Structure-activity 
relations are discussed. Regarding the other steroidogenic P 450 enzymes 
as well as corticosterone formation, the compds. show only slight 
inhibitory activity. Aldosterone formation, however, is inhibited at low 
concns . Nevertheless, I and II are more selective, i.e. inhibit 
aldosterone synthesis less than the well known inhibitor of P 450 arom 
fadrozole. The compds. show activity in the aforementioned in vivo tests. 
IT 157058-44-lP 157058-45-2P 157058-46-3P 
157058-47-4P 

RL: BAG (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified); PRP (Properties); RCT (Reactant) ; SPN (Synthetic 
preparation); THU (Therapeutic use); BIOL (Biological study); PREP 
(Preparation); RACT (Reactant or reagent); USES (Uses) 
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(synthesis and evaluation of azole-substituted tetrahydronaphthalenes 
as inhibitors of human and lab. animal cytochrome P 450 enzymes in 
relation to structure and hormone formation and uterotropic activity 
and mammary tumor inhibition) 
RN 157058-44-1 CAPLUS 

CN 1 {2H) -Naphthalenone, 3 , 4-dihydro-2- ( lH-imidazol-4-ylmethyl ) - (9CI) (CA 
INDEX NAME) 



0 

H 




RN 157058-45-2 CAPLUS 

CN 1 (2H) -Naphthalenone, 3, 4-dihydro-2- ( lH-imidazol-4-ylmethyl ) -5-methoxy- 
(9CI) (CA INDEX NAME) 



OMe 




RN 157058-46-3 CAPLUS 

CN 1 (2H) -Naphthalenone, 3, 4-dihydro-2- ( lH-imidazol-4-ylmethyl ) -6-methoxy- 
(9CI) (CA INDEX NAME) 




RN 157058-47-4 CAPLUS 

CN 1 (2H) -Naphthalenone, 3, 4-dihydro-2- ( lH-imidazol-4-ylmethyl ) -7-methoxy- 
{9CI) (CA INDEX NAME) 



0 
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IT 157058-52-lP 157058-53-2P 157058-55-4P 
178880-06-3P 

RL: BAG {Biological activity or effector, except adverse) ; BSU (Biological 
study, unclassified); PRP (Properties); SPN (Synthetic preparation) ; THU 

(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 

(Uses) 

(synthesis and evaluation of azole-substituted tetrahydronaphthalenes 
as inhibitors of human and lab. animal cytochrome P 450 enzymes in 
relation to structure and hormone formation and uterotropic activity 
and mammary tumor inhibition) 
RN 157058-52-1 CAPLUS 

CN IH-Imidazole, 4- [ (1,2,3, 4-tetrahydro-2-naphthalenyl ) methyl ] - (9CI) (CA 
INDEX NAME) 




RN 157058-53-2 CAPLUS 

CN IH- Imidazole, 4- [ (1, 2, 3, 4 -tetrahydro-5-methoxy-2-naphthalenyl ) methyl] - 
(9CI) (CA INDEX NAME) 




OMe 



RN 157058-55-4 CAPLUS 

CN IH-Imidazole, 4- [ (1, 2, 3, 4-tetrahydro-7-methoxy-2-naphthalenyl)methyl] - 
(9CI) (CA INDEX NAME) 



H 




RN 178880-06-3 CAPLUS 

CN IH-Imidazole, 4- [ (1,2,3, 4-tetrahydro-6-methoxy-2-naphthalenyl ) methyl] 
ethanedioate (1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 157058-54-3 
CMF C15 H18 N2 0 



9815362Page 4 02/03/2003 



MeO' 



CM 2 

CRN 144-62-7 
CMF C2 H2 04 



0 0 



HO- C- C- OH 
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1994:534112 CAPLUS 
121:134112 

Preparation of imidazolylmethylenetetralones 
analogs as aromatase inhibitors 
Hartmann, Rolf W.; Wachter, Gerald Anton 
Tokyo Tanabe Co. Ltd., Japan 



and 



PCT Int. Appl. 

CODEN: PIXXD2 

Patent 

Japanese 

1 



29 pp 



PATENT NO. 



KIND DATE 



WO 9407866 

W: AU, BB, 
RO, RU, 
RW: AT, BE, 
BF, BJ, 
AU 9351184 
JP 06192233 
PRIORITY APPLN. INFO 

OTHER SOURCE {S) : 
GI 



Al 19940414 
BG, BR, CA, CZ, FI, 
SD, SK, UA, US 
CH, DE, DK, ES, FR, 
CF, CG, CI, CM, GA, 
Al 19940426 
A2 19940712 



APPLICATION NO. DATE 

WO 1993-JP1433 19931006 
HU, KR, LK, MG, MN, MW, NO, 



MARPAT 



JP 
WO 

121: 134112 



GB, GR, IE, IT, 
GN, ML, MR, NE, 

AU 1993-51184 
JP 1993-250257 

1992- 267130 A 

1993- JP1433 W 



LU, MC, NL, 
SN, TD, TG 
19931006 
19931006 
19921006 
19931006 



NZ, PL, 
PT, SE, 



R — 




AB The title compds . I [R represents hydrogen, C1-C4 lower alkoxy, nitro or 
C1-C4 lower alkoxycarbonyl ; when X and Y represent each hydrogen or X and 
Y are combined together to represent oxygen, Z represents hydrogen and the 
broken line represents an arbitrary bond; when X represents hydrogen, Y 
and Z are combined together to represent a single bond; n represents an 
integer of 0 or 1] are prepd. A mixt. of 1-tetralone and 

imidazole-4-carbaldehyde in 40% H2S04 was heated for 20 h at 80-90 . degree . 
to give, after workup, (E) -2- {4-imidazolylmethylene) -1-tetralone (II). II 
in vitro showed IC50 of 0.260 .mu.M against aromatase. 
IT 157058-44-lP 157058-45-2P 157058-46-3P 
157058-47-4P 157058-52-lP 157058-53-2P 
157058-54-3P 157058-55-4P 

RL: BAC (Biological activity or effector, except adverse) ; BSU (Biological 
study, unclassified) ; SPN (Synthetic preparation) ; THU (Therapeutic use) ; 
BIOL (Biological study); PREP (Preparation); USES (Uses) 
(prepn. of, as aromatase inhibitor) 
RN 157058-44-1 CAPLUS 

CN 1 (2H)-Naphthalenone, 3, 4-dihydro-2- { lH-imidazol-4-ylmethyl ) - (9CI) (CA 
INDEX NAME) 
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O 



RN 
CN 



H 



CH2-^ > 

^ — N 



157058-45-2 CAPLUS 

1 (2H) -Naphthalenone, 3 , 4-dihydro-2- ( lH-imidazol-4-ylmethyl ) -5-methoxy- 
{9CI) (CA INDEX NAME) 




RN 157058-46-3 CAPLUS 

CN 1 (2H) -Naphthalenone, 3, 4-dihydro-2- ( lH-iinidazol-4-ylmethyl) -6-methoxy- 
(9CI) (CA INDEX NAME) 




RN 157058-47-4 CAPLUS 

CN 1 (2H) -Naphthalenone, 3, 4-dihydro-2- ( lH-imidazol-4-ylmethyl ) -7-methoxy- 
(9CI) (CA INDEX NAME) 



0 




RN 157058-52-1 CAPLUS 

CN IH-Imidazole, 4- [ ( 1, 2, 3, 4-tetrahydro-2-naphthalenyl) methyl] - (9CI) (CA 
INDEX NAME) 
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RN 157058-53-2 CAPLUS 

CN IH-Imidazole, 4- [ (1, 2, 3, 4-tetrahydro-5-methoxy-2-naphthalenyl ) methyl] 
(9CI) (CA INDEX NAME) 



H 




OMe 



RN 157058-54-3 CAPLUS 

CN IH-Imidazole, 4- [ {1, 2, 3, 4-tetrahydro-6-methoxy-2-naphthalenyl ) methyl ] 
(9CI) (CA INDEX NAME) 



H 




RN 157058-55-4 CAPLUS 

CN IH-Imidazole, 4- [ {1, 2, 3, 4-tetrahydro-7-methoxy-2-naphthalenyl ) methyl ] 
(9CI) (CA INDEX NAME) 




